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Aryl and Heteroaryl Fused Aminoalkyl- imidazole derivatives: 
Selective Modulators of GABAa Receptors 

5 This application claims the benefit of U.S. Provisional 

Application No. 60/127,526, filed April 2, 1999 and U.S. Patent 
Application No. 09/285,357 filed April 2, 1999. 

Field of the Invention 

10 This invention relates to aryl and heteroaryl fused 

aminoalkylimidazole derivatives which when appropriately 
substituted selectively bind to GABA A receptors. This 
invention also relates to pharmaceutical compositions 
comprising such compounds and to the use of such compounds in 

15 enhancing alertness and treating anxiety, overdoses of 
benzodiazepine -type drugs, Down Syndrome, depression, sleep, 
seizure and cognitive disorders both in human as well as 
domestic pets and livestock. 

The compounds of this invention are also useful as "probes 

20 for the localization of cell surface receptors. 

Background 

The GABA A receptor superfamily represents one of the 
classes of receptors through which the major inhibitory 

25 neurotransmitter, y-aminobutyric acid, or GABA, acts. Widely, 
although unequally, distributed through the mammalian brain, 
GABA mediates many of its actions through a complex of proteins 
called the GABA A receptor, which causes alteration in chloride 
conductance and membrane polarization. 

3 0 A number of cDNAs for GABA A receptor subunits have been 

characterized. To date at least 6a, 30, 3y, 16, 15 and 2p 
subunits have been identified. It is generally accepted that 
native GABA A receptors are typically composed of 2a, 20, and ly 
subunits (Pritchett & Seeburg Science 1989; 245:1389-1392 and 

35 Knight et . al., Recept. Channels 1998; 6:1-18). Evidence such 
as message distribution, genome localization and biochemical 
study results suggest that the major naturally occurring 
receptor combinations are a^y^ a 2 P 3 y 2 , a 3 p3Y2' 5111(1 a sP3Y2 (Mohler 
et. al.Neuroch. Res. 1995; 20(5): 631 - 636). 

1 
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Benzodiazepines exert their pharmacological actions by 
interacting with the benzodiazepine binding sites associated 
with the GABA A receptor. In addition to the benzodiazepine 
site, the GABA A receptor contains sites of interaction for 
5 several other classes of drugs. These include a steroid 
binding site, a picrotoxin site, and the barbiturate site. The 
benzodiazepine site of the GABA A receptor is a distinct site on 
the receptor complex that does not overlap with the site of 
interaction for GABA or for other classes of drugs that bind to 

10 the receptor (see, e.g., Cooper, et al . , The Biochemical Basis 
of Neuropharmacology, 6 th ed. , 1991, pp. 145-148, Oxford 
University Press, New York) . Early electrophysiological 

studies indicated that a major action of the benzodiazepines 
was enhancement of GABAergic inhibition. Compounds that 

15 selectively bind to the benzodiazepine site and enhance the 
ability of GABA to open GABA A receptor channels are agonists of 
GABA receptors . Other compounds that interact with the same 
site but negatively modulate the action of GABA are called 
inverse agonists. Compounds belonging to a third class bind 

20 selectively to the benzodiazepine site and yet have little or 
no effect on GABA activity, but can block the action of GABA A 
receptor agonists or inverse agonists that act at this site. 
These compounds are referred to as antagonists . 

The important allosteric modulatory effects of drugs 

25 acting at the benzodiazepine site were recognized early and the 
distribution of activities at different receptor subtypes has 
been an area of intense pharmacological discovery. Agonists 
that act at the benzodiazepine site are known to exhibit 
anxiolytic, sedative, and hypnotic effects, while compounds 

3 0 that act as inverse agonists at this site elicit anxiogenic, 
cognition enhancing, and proconvulsant effects. While 
benzodiazepines have a long history of pharmaceutical use as 
anxiolytics, these compounds often exhibit a number of unwanted 
side effects. These may include cognitive impairment, 

3 5 sedation, ataxia, potentiation of ethanol effects, and a 
tendency for tolerance and drug dependence. 

GABA A selective ligands may also act to potentiate the 
effects of certain other CNS active compounds. For example, 
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there is evidence that selective serotonin reuptake inhibitors 
(SSRIs) may show greater antidepressant activity when when used 
in combination with GABA A selective ligands than when used 
alone . 

5 

SUMMARY OF THE INVENTION 

This invention relates to aryl and heteroaryl fused 
aminoalkyl - derivatives . Preferred compounds of the invention 
that bind with high affinity to the benzodiazepine site of the 
10 GABA A receptor, including human GABA A receptors. Preferred 
compounds of the invention also bind with high selectivity to 
the benzodiazepine site of the GABA A receptor. 

The invention provides novel compounds of Formula I (shown 
below) , and pharmaceutical compositions comprising compounds of 
15 Formula I . 

The invention further comprises methods of treating 
patients suffering from certain CNS disorders with an effective 
amount of a compound of the invention. The patient may be a 
human or other mammal. Treatment of humans, domesticated 

20 companion animals (pets) or livestock animals suffering such 
conditions with an effective amount of a compound of the 
invention is contemplated by the invention. 

In a separate aspect, the invention provides a method of 
potentiating the actions of other CNS active compounds. This 

25 method comprises administering an effective amount of a 
compound of the invention with another CNS active compound. 

Additionally this invention relates to the use of the 
compounds of the invention as probes for the localization of 
GABA A receptors in tissue sections . Such probes are useful for 

3 0 in vitro studies, such as binding assays and autoradiography of 
tissue sections and for in vivo techniques such as PET and 
SPECT scans . 

Packaged pharmaceutical compositions including 

instructions for use of the composition are also included. 
3 5 In a separate aspect, the invention provides a method of 

potentiating the actions of other CNS active compounds. This 
method comprises administering an effective amount of a 
compound of the invention with another CNS active compound. 
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The invention furthermore provides methods of using 
compounds of this invention as positive controls in assays for 
receptor activity and using appropriately labeled compounds of 
the invention as probes for the localization of receptors, 
5 particularly GABA A receptors, in tissue sections. Such probes 
are useful for in vitro studies, such as binding assays and 
autoradiography of tissue sections and for in vivo techniques 
such as PET and SPECT scans. 

10 Accordingly, a broad embodiment of the invention is 

directed to compounds of Formula I: 

R 3 X-W 

Ri 
I 

or the pharmaceutical ly acceptable non-toxic salts thereof 
15 wherein: 

W represents 



I -1 -t? 



where Z is 0, or S; 
R x represents phenyl, C^Cg alkyl, cyclopentyl, cyclohexyl, 

20 benzyl, 3 -f luorobenzyl , or cyclopropylmethyl; 

R 2 represents hydroxyl, C^-Cg alkyl or C a -C 6 alkoxy, either of 
which could be substituted with amino or mono or di(C 1 -C 6 ) 
alkylamino, additionally the alkyl portion can form a 
5,6,7 member ring; or 0(CH2>nC02R8 where n=l,2,3,4, 

25 NR8COR9, COR8, CONR8R9 or CO2R8 where Rs and R9 are the 

same or different and represent hydrogen or C^-Cg alkyl, 
additionally Rq and R9 can be a 5,6,7 member heterocyclic 
ring ; 

R 3 represents C^-Cg alkyl, allyl, cyclopropylmethyl, 
30 cyclopentyl; or benzyl optionally mono-, di-, or 

trisubstituted independently with halogen, nitro, 
trif luoromethyl, trif luoromethoxy , cyano, hydroxyl, ^-C^ 
alkyl or C 1 -C 6 alkoxy, either of which could be 



BMSOOCID: <WO 0059905A1_I_> 



WO 00/59905 PCT7US00/08610 

substituted with amino or mono or d±(C l -C e ) alkylamino, 
additionally the alkyl portion can form a 5,6,7 member 
ring; or 0<CH2)nC02R8 where n=l,2,3,4, NR8COR9, CORs, 
CONR8R9 or CO2R8 where R% and R9 are the same or different 
5 and represent hydrogen or C 1 -C 6 alkyl, additionally Rs and 

R9 can be a 5,6,7 member heterocyclic ring, additional 
substitution on the benzyl ring can be directly bound or 
0(CH2)n (where n=l,2,3,4) linked SO2R8 / NHSO2R8 / SO2NHR8, 
SO2NHCOR8, CONHSO2R8' as well as tetrazole, triazole, 

10 imidazole, thiazole, oxazole, thiophene, and pyridyl; 

R 4 , R 5 and R 6 are the same or different and represent hydrogen, 
C-Cg alkyl or C^-Cg alkoxy, either of which could be 
substituted with amino or mono or di(C 1 -C 6 ) alkylamino, 
additionally the alkyl portion can form a 5,6,7 member 

15 ring, C^-Cg alkylthiol, or halogen, or 0(CH2)nC02Rs where 

n=l, 2,3,4, NR8COR9, CORs, CONR8R9 or CO2R8 where Rs and R9 
are the same or different and represent hydrogen or 
straight or branched chain lower alkyl having 1-6 carbon 
atoms, additionally Rs and R9 can be a 5,6,7 member 

20 heterocyclic ring, additionally R 4 and R 5 can form a 1,3- 

dioxolene ring; 
X represents a bond, CH 2 , or CHCH; 

A,B,C,D are the same or different and represent CH or N with 
the proviso that not more than two of A,B,C, or D represent N. 

25 

Preferred compounds of the invention are highly selective 
agonists, antagonists or inverse agonists for GABA A brain 
receptors or prodrugs of agonists, antagonists or inverse 
agonists for GABAa brain receptors, the benzodiazepine 

3 0 receptor. These compounds are useful in the diagnosis and 
treatment of anxiety, Down Syndrome, depression, sleep and 
seizure disorders, cognitive disorders overdose with 
benzodiazepine drugs, and enhancement of alertness, both in 
human and non-human animals and domestic pets, especially dogs 

35 and cats and farm animals such as sheep, swine and cattle. 

Thus, the invention also provides methods and compositions 
for treating and diagnosing anxiety, Down Syndrome, depression, 
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sleep, ccgn;i .ve and seizure disorders, and overdose with 
benzodiazep-L.v; drugs . 

In anot::er aspect, the invention encompasses compounds 
that are intermediates in the synthesis of the compounds of 
5 Formula I . 



6 
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DETAILED DESCRIPTION OF THE INVENTION 
The compounds encompassed by the instant invention are 
represented by the general formula I : 

R \ X-W 

R ~ S: X ^ ° 

R, 
I 

or pharmaceutically acceptable non- toxic salts thereof wherein: 
W represents 




R 4 R4 



R 6 



z 



where 
10 Z is O, or S; 

R x represents phenyl, C x -C 6 alkyl, cyclopentyl, cyclohexyl, 

benzyl, 3-f luorobenzyl, or cyclopropylmethyl; 
R 2 represents 
hydroxyl ; 

15 c i~ c 6 alkyl or C^-Cg alkoxy, each of which are optionally 

substituted with amino, mono or di(C 1 -C 6 ) alkylamino, a 
C 5 -C 7 heterocycloalkyl group where the heteroatom is 
nitrogen and the nitrogen is attached to the parer * 
alkyl portion; 

20 0(CH2> n C02R8 where n=l,2,3,4, NR 8 COR9, COR 8 , CONR 8 R 9 or 

CO2R8 where R 8 and R9 are the same or different and 
represent hydrogen or C 1 -C 6 alkyl; or 
NR 8 R9 forms a 5-, 6-, or 7-membered heterocyclic ring; 
R 3 represents 

25 Cj-Cg alkyl, allyl, cyclopropylmethyl, cyclopentyl; or 

benzyl optionally mono-, di-, or trisubstituted 
independently with 
halogen, nitro, trif luoromethyl , trif luoromethoxy , 
cyano , or hydroxy ; 
30 Cj-Cg alkyl or C : -C fc alkoxy, each of which is 

optionally substituted with amino, mono or di (C, - 
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C 6 ) al- iamino, a C 5 -C 7 heterocycloalkyl group 
where ;:-e heteroatom is nitrogen and the nitrogen 
is attached to the parent alkyl portion; 

0(CH2) n C0 2 R8 where n=l,2,3,4, NR8COR9, CORs , CONR 8 R9 
5 or CO2R8 where Rq and . R9 are the same or 

different and represent hydrogen or C 1 -C s alkyl; 

NR8R9 forms a 5-, 6-, 7-membered heterocyclic ring; 

SO2R8/ NHSO2R8/ SO2NHR8 / SO2NHCOR8 / CONHSO2R8 where R a 
is defined as above; 
10 0(CH2)n~G where n=l,2,3,4 and G is SO2R8/ NHSO2R8 / 

SO2NHR8 / SO2NHCOR8, or CONHSO2R8/ where R 8 is as 
defined above; or 
tetrazole, triazole, imidazole, thiazole, oxazole, 
thiophene, or pyridyl; 
15 R 4 , R 5 and R 6 are the same or different and represent 
hydrogen; or 

c i" c e alkyl or C^-Cg alkoxy, each of which is optionally 
substituted with amino, mono or di(C x -C 6 ) alkylamino, 
a C 5 -C 7 heterocycloalkyl group where the heteroatom 
20 is nitrogen and the nitrogen is attached to the 

parent alkyl portion, C^-Cg alkyl thiol, or halogen- 
's (CH2) n CC>2R8 where n=l,2,3,4, NR8COR9, CORs, CONR8R9 or 
CO2R8 where Rs and R9 are the same or different and 
represent hydrogen or C x -C 6 alkyl; 
25 NR8R9 forms a 5-, 6-, or 7-membered heterocyclic ring; or 

R 4 and R s can form a 1, 3-dioxolene ring; 
X represents a bond, CH 2 , or CHCH; and 

A, B, C, and D are the same or different and represent CH or N 
with the proviso that not more than two of A,B,C, or D 
3 0 represent N. 

In formula I , R 2 may also represent 

hydrogen or 

a group of the formula 

- r V R " 
I 

35 ^ 
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where 

R^ and R k independently represent C 1 -C e alkyl, C 2 -C 6 
alkenyl, C 1 -C 6 cycloalkyl (C^-CJ alkyl , benzoyl 
where the phenyl portion is optionally 
substituted with halgoen, C x -C 6 alkyl, or C x -C 6 
alkoxy; 

a group of the formula IV-a 



IV-a 

10 where p, s, and t independently represent 1 or 

2; 

J is CH, N , O, S, or a carbon atom substituted 
with C^-Cg alkyl; or 
NR^ represents 

where s, t, and J are as defined above. 

Preferred compounds of the invention are represented by 
Formula II. 

/=\ ^R 4 R 5 ,R 6 



15 



20 R 1 

II 

R x represents phenyl, C x -C 6 alkyl, cyclopentyl, cyclohexyl, 
benzyl, 3 -f luorobenzyl, or cyclopropylmethyl ; 

R 2 represents hydroxyl, C^Cg alkyl or C^-Cg alkoxy, either of 
25 which could be substituted with amino or mono or difC^-CJ 

alkylamino, additionally the alkyl portion can form a 
5,6,7 member ring; or 0(CH2)nC02R8 where n=l,2,3,4, 
NR8COR9, COR8, CONR8R9 or CO2R8 where Rs and R9 are the 
same or different and represent hydrogen or C^-C- alkyl, 



9 
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additionally and R9 can be a 5,6,7 member heterocyclic 
ring; 

R 3 represents C x -C € alkyl, allyl, cyclopropylmethyl , 
cyclopentyl; or benzyl optionally mono-, di-, or 
5 trisubstituted independently with halogen, nitro, 

trif luoromethyl , trif luoromethoxy , cyano, hydroxyl, C 1 -C 6 
alkyl or C 1 -C e alkoxy, either of which could be 
substituted with amino or mono or difC^-Cg) alkylamino, 
additionally the alkyl portion can form a 5,6,7 member 

10 ring; or 0(CH2) n C02R8 where n=l,2,3,4, NR3COR9 , CORg , 

CONR8R9 or CO2R8 where Rq and R9 are the same or different 
and represent hydrogen or C^-Cg alkyl, additionally Rs and 
R9 can be a 5,6,7 member heterocyclic ring, additional 
substitution on the benzyl ring can be directly bound or 

15 0(CH2) n (where n= 1,2, 3,4) linked SO2R8/ NHSO2R8 / SO2NHR8 , 

SO2NHCOR8 / CONHSO2R8/ as well as tetrazole, tripizole, 
imidazole, thiazole, oxazole, thiophene, and pyridyl; 
R 4 , R 5 and R 6 are the same or different and represent hydrogen, 
CVC^ alkyl or C x -C 6 alkoxy, either of which could be 

20 substituted with amino or mono or di (C^-CJ alkylamino, 

additionally the alkyl portion can form a 5,6,7 member 
ring, C^-Cg alkyl thiol, or halogen, or 0(CH2) n C02R8 where 
n=l,2,3,4, NR8COR9, CORg, CONR8R9 or CO2R8 where Rs and R9 
are the same or different and represent hydrogen or 

25 straight or branched chain lower alkyl having 1-6- carbon 

atoms, additionally Rs and R9 can be a 5,6,7 member 
heterocyclic ring, additionally R 4 and R 5 can form a 1,3- 
dioxolene ring; 
X represents a bond, CH 2 , CHCH; 

30 A,B,C,D are the same or different and represent CH or N with 
the proviso that not more than two of A,B,C, or D represent N. 

Other preferred compounds of the invention are represented 
by Formula III. 



10 
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Ri 

in 

where Z is O, or S; 

R L represents phenyl, C x -C 6 alkyl, cyclopentyl, cyclohexyl, 
5 benzyl, 3 - f luorobenzyl , or cyclopropylmethyl ; 

R 2 represents hydroxyl, C^-Cg alkyl or C r -C 6 alkoxy, either of 
which could be substituted with amino or mono or di(C 1 -C 6 ) 
alkylamino, additionally the alkyl portion can form a 
5,6,7 member ring; or 0(CH2>nC02R8 where n=l,2,3,4, 
10 NR8COR9, COR8/ CONR8R9 or CO2R8 where Rs and R9 are the 

same or different and represent hydrogen or C 1 -C 6 alkyl, 
additionally Rs and R9 can be a 5,6,7 member heterocyclic 
ring; 

R 3 represents C^-C^ alkyl, allyl, cyclopropylmethyl, 

15 cyclopentyl; or benzyl optionally mono-, di-, or 

trisubstituted independently with halogen, nitro, 
trif luoromethyl, trif luoromethoxy , cyano, hydroxyl, C^-Cg 
alkyl or C^-Cg alkoxy, either of which could be 
substituted with amino or mono or di(C 1 -C 6 ) alkylamino, 

20 additionally the alkyl portion can form a 5,6,7 member 

ring; or 0(CH2>nC02R8 where n=l,2,3,4, NR8COR9, CORs, 
■ CONR8R9 or CO2R8 where R8 and R9 are the same or different 
and represent hydrogen or C^-Cg alkyl, additionally Rs and 
R9 can be a 5,6,7 member heterocyclic ring, additional 

25 substitution on the benzyl ring can be directly bound or 

0(CH2)n (where n=l,2,3,4) linked SO2R8, NHSO2R8 / SO2NHR8, 
SO2NHCOR8/ CONHSO2R8/ as well as tetrazole, triazole, 
imidazole, thiazole, oxazole, thiophene, and pyridyl; 
R 4 , R 5 and R 6 are the same or different and represent hydrogen, 

3 0 C^-Cg alkyl or C^-Cg alkoxy, either of which could be 

substituted with amino or mono or di(Cj-C 6 ) alkylamino, 
additionally the alkyl portion can form a 5,6,7 member 
ring, Cj-Cg alkyl thiol, or halogen, or 0(CH2)nC02Rs where 

11 
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11=1,2,3,4, NR8COR9, COR8/ CONR8R9 or CO2R8 where Rs and R9 
are the same or different and represent hydrogen or 
straight or branched chain lower alkyl having 1-6 carbon 
atoms, additionally Rs and R9 can be a 5,6,7 member 
heterocyclic ring, additionally R^ and R s can form a 1,3- 
dioxolene ring; 
X represents a bond, CH 2 , CHCH; 

A, B, C,D are the same or different and represent CH or N with 
the proviso that not more than two of A,B,C, or D represent N. 

More preferred compounds of Formula I are represented by 
Formula IV 



where 

R 4 , R 5 , and R 6 are as defined above for Formula I; 
R x and R 3 are independently C 1 -C 6 alkyl; 
and R a and R b are independently 
hydrogen or 

a group of the formula 



where 

and R k independently represent C x -C 6 alkyl, C 2 -C 6 
alkenyl, C x -C e eye loalkyl (C 1 -C 6 ) alkyl , benzoyl 
where the phenyl portion is optionally 
substituted with halgoen, C^-Cg alkyl, or C^C 6 
alkoxy ; 




IV 
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IV-a 

where p, s, and t independently represent 1 or 

2; 

J is CH, N, O, or a carbon atom substituted with 
C 1 -C 6 alkyl; or 
NR^ represents 



Preferred compounds of Formula IV include those where R x 
is propyl and R 3 is C 3 -C 5 alkyl, preferably isobutyl. More 
preferred compounds of IV are those where R b is hydrogen and R a 
is -NHR„ where R^ is defined as above or -NR^ where both R„ and 
R k are allyl or C 1 -C 6 alkyl. 

Preferred -NR k R n groups include diallylamino, 

dimethylamino, diethylamino, and N- ethyl -N- 

cyclopropylmethylamino . 

Preferred NHRn groups include those where R n is allyl, C x - 
C 6 alkyl, or a group of IV-a. Preferred IV-a groups include 
pyrrolidinyl , morpholinyl and piperidinyl . 

Particularly preferred compounds of IV are those where R x 
is propyl, R 3 is isobutyl, R b is hydrogen, and R a is 

In certain situations, the compounds of Formula I may 
contain one or more asymmetric carbon atoms, so that the 
compounds can exist in different stereoisomeric forms. These 
compounds can be, for example, racemates or optically active 
forms. In these situations, the single enantiomers, i.e., 
optically active forms, can be obtained by asymmetric synthesis 
or by resolution of the racemates. Resolution ,of the racemates 

13 
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can be accomplished, for example, by conventional methods such 
as crystallization in the presence of a resolving agent, or 
chromatography, using, for example a chiral HPLC column. 

Representative compounds of the present invention, which 
5 are encompassed by Formula I, include, but are not limited to 
the compounds described in the Examples and their 
pharmaceutically acceptable acid addition salts. In addition, 
if the compound of the invention is obtained as an acid 
addition salt, the free base can be obtained by basifying a 

10 solution of the acid salt. Conversely, if the product is a 
free base, an addition salt, particularly a pharmaceutically 
acceptable addition salt, may be produced by dissolving the 
free base in a suitable organic solvent and treating the 
solution with an acid, in accordance with conventional 

15 procedures for preparing acid addition salts from base 
compounds . 

Non-toxic pharmaceutical salts include salts of acids such 
as hydrochloric, phosphoric, hydrobromic, sulfuric, sulfinic, 
formic, toluenesulf onic, methanesulf onic , nitric, benzoic, 

20 citric, tartaric, maleic, hydroiodic, alkanoic such as acetic, 
HOOC- (CH 2 ) n-COOH where n is 0-4, and the like. Those skilled 
in the art will recognize a wide variety of non- toxic 
pharmaceutically acceptable addition salts. 

The present invention also encompasses the acylated 

25 prodrugs of the compounds of Formula I. Those skilled in the 
art will recognize various synthetic methodologies which may be 
employed to prepare non- toxic pharmaceutically acceptable 
addition salts and acylated prodrugs of the compounds 
encompassed by Formula I. 

3 0 By "alkyl" or "lower alkyl" in the present invention is 

meant Cj-C^ alkyl, i.e., straight or branched chain alkyl 
groups having 1-6 carbon atoms, such as, for example, methyl, 
ethyl, propyl, isopropyl, n-butyl, sec-butyl, tert-butyl, 
pentyl, 2-pentyl, isopentyl, neopentyl, hexyl , 2-hexyl, 3- 

3 5 hexyl, and 3-methylpentyl . Preferred Ci-Cg alkyl groups are 
methyl, ethyl, propyl, butyl, cyclopropyl or cyclopropylmethyl . 

By "alkoxy" or M lower alkoxy" in the present invention is 
meant C x -C 6 alkoxy, i.e., straight or branched chain alkoxy 

14 
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groups having 1-6 carbon atoms, such as, for example, methoxy, 
ethoxy, propoxy, isopropoxy, n-butoxy, sec-butoxy, tert-butoxy, 
pentoxy, 2-pentyl, isopentoxy, neopentoxy, hexoxy, 2-hexoxy, 3- 
hexoxy, and 3 -methylpentoxy . 
5 By (hetero) cyclic ring is meant a ring that is either 

aliphatic or aromatic and optionally contains at least one 
hetero atom. Hetero atoms include nitrogen, sulfur, and 
oxygen. Examples of such (hetero) cyclic rings are cyclohexyl, 
cyclopenyl, cyclohexyl, piperidinyl, piperazinyl, pyrrolidinyl , 

10 morpholinyl, etc. 

By heteroaryl (aromatic heterocycle) in the present 
invention is meant one or more aromatic ring systems of 5-, 6-, 
or 7-membered rings containing at least one and up to four 
hetero atoms selected from nitrogen, oxygen, or sulfur. Such 

15 heteroaryl groups include, for example, thienyl, furanyl, 
thiazolyl, imidazolyl, ( is) oxazolyl , pyridyl, pyrimidinyl, 
imidazolyl , ( iso) quinolinyl , naphthyridinyl , benzimidazolyl , 
and benzoxazolyl . 

Specific examples of heteroaryl groups are the following: 




wherein 

L> is nitrogen or -CR 11 ; 

T is -NR 19 , oxygen, or sulfur; 

R 11 and R 111 are the same or different and are selected 
25 from hydrogen, halogen, hydroxy, Ci~C 6 alkyl, (C^- 

C 6 )alkoxy, amino, or mono- or di (C^-Cg) alkylamino; 

R 12 , R l2i , and R 13 are the same or different and are 
selected from hydrogen, halogen, (C^-Cg) alkyl , (C,- 

15 
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CJalkoxy, amino, mono- or di {C x -C 6 ) alkylamino, hydroxy, or 
trif luoromethyl ; and 

R 19 is hydrogen, lower alkyl having 1-6 carbon atoms. 

5 The invention encompasses all possible tautomers and 

rotamers represented by Formula I . 

By the term "halogen" in the present invention is meant 
fluorine, bromine, chlorine, and iodine. 

Aryl and heteroaryl fused aminoalkyl- imidazoles of Formula 
10 I and their salts are suitable for the diagnosis and treatment 
of anxiety, Down Syndrome, sleep and seizure disorders, 
overdoses of benzodiazepine- type drugs, depression and 
cognitive disorders and for the enhancement of alertness, both 
in human and non-human animals and domestic pets, especially 
15 dogs and cats and farm animals such as sheep, swine and cattle. 
These interactions result in the pharmacological activites of 
these compounds . 

The compounds of general Formula I may be administered 
orally, topically, parenterally, by inhalation or spray or 
20 rectally in dosage unit formulations containing conventional 
non-toxic pharmaceutically acceptable carriers, adjuvants and 
vehicles. The term parenteral as used herein includes 
subcutaneous in j ect ions , intravenous , intramuscular , 

intrasternal injection or infusion techniques. In addition, 

2 5 there is provided a pharmaceutical formulation comprising a 

compound of general Formula I and a pharmaceutically acceptable 
carrier. One or more compounds of general Formula I may be 
present in association with one or more non-toxic 
pharmaceutically acceptable carriers and/or diluents and/or 
30 adjuvants and if desired other active ingredients. The 
pharmaceutical compositions containing compounds of general 
Formula I may be in a form suitable for oral use, for example, 
as tablets, troches, lozenges, aqueous or oily suspensions, 
dispersible powders or granules, emulsion, hard or soft 

3 5 capsules, or syrups or elixirs. 

Compositions intended for oral use may be prepared 
according to any method known to the art for the manufacture of 
pharmaceutical compositions and such compositions may contain 

16 
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one or more agents selected from the group consisting of 
sweetening agents, flavoring agents, coloring agents and 
preserving agents in order to provide pharmaceutically elegant 
and palatable preparations. Tablets contain the active 

5 ingredient in admixture with non- toxic pharmaceutically 
acceptable excipients which are suitable for the manufacture of 
tablets. These excipients may be for example, inert diluents, 
such as calcium carbonate, sodium carbonate, lactose, calcium 
phosphate or sodium phosphate; granulating and disintegrating 
10 agents, for example, corn starch, or alginic acid; binding 
agents, for example starch, gelatin or acacia, and lubricating 
agents, for example magnesium stearate, stearic acid or talc. 
The tablets may be uncoated or they may be coated by known 
techniques to delay disintegration and absorption in the 
15 gastrointestinal tract and thereby provide a sustained action 
over a longer period. For example, a time delay material such 
as glyceryl monosterate or glyceryl distearate may be employed. 

Formulations for oral use may also be presented as hard 
gelatin capsules wherein the active ingredient is mixed with an 
20 inert solid diluent, for example, calcium carbonate, calcium 
phosphate or kaolin, or as soft gelatin capsules wherein the 
active ingredient is mixed with water or an oil medium, for 
example peanut oil, liquid paraffin or olive oil. _ 
Aqueous suspensions contain the active materials in 
25 admixture with excipients suitable for the manufacture of 
aqueous suspensions. Such excipients are suspending agents, 
for example sodium carboxymethylcellulose, methylcellulose, 
hydropropylmethylcellulose , sodium alginate , 

polyvinylpyrrolidone, gum tragacanth and gum acacia; dispersing 
30 or wetting agents may be a naturally- occurring phosphatide, for 
example, lecithin, or condensation products of an alkylene 
oxide with fatty acids, for example polyoxyethylene stearate, 
or condensation products of ethylene oxide with long chain 
aliphatic alcohols, for example heptadecaethyleneoxycetanol , or 
35 condensation products of ethylene oxide with partial esters 
derived from fatty acids and a hexitol such as polyoxyethylene 
sorbitol monooleate, or condensation products of ethylene oxide 
with partial esters derived from fatty acids and hexitol 

17 
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anhydrides, for example polyethylene sorbitan monooleate. The 
aqueous suspensions may also contain one or more preservatives, 
for example ethyl, or n-propyl p-hydroxybenzoate , one or more 
coloring agents, one or more flavoring agents, and one or more 
5 sweetening agents, such as sucrose or saccharin. 

Oily suspensions may be formulated by suspending the 
active ingredients in a vegetable oil, for example arachis oil, 
olive oil, sesame oil or coconut oil, or in a mineral oil such 
as liquid paraffin. The oily suspensions may contain a 

10 thickening agent, for example beeswax, hard paraffin or cetyl 
alcohol. Sweetening agents such as those set forth above, and 
flavoring agents may be added to provide palatable oral 
preparations. These compositions may be preserved by the 
addition of an anti-oxidant such as ascorbic acid. 

15 Dispersible powders and granules suitable for preparation 

of an aqueous suspension by the addition of water provide the 
active ingredient in admixture with a dispersing or wetting 
agent, suspending agent and one or more preservatives. 
Suitable dispersing or wetting agents and suspending agents are 

20 exemplified by those already mentioned above. Additional 
excipients, for example sweetening, flavoring and coloring 
agents, may also be present. 

Pharmaceutical compositions of the invention may also be 
in the form of oil-in-water emulsions. The oily phase may be a 

2 5 vegetable oil, for example olive oil or arachis oil, or a 

mineral oil, for example liquid paraffin or mixtures of these. 
Suitable emulsifying agents may be naturally- occurring gums, 
for example gum acacia or gum tragacanth, naturally- occurring 
phosphatides, for example soy bean, lecithin, and esters or 

3 0 partial esters derived from fatty acids and hexitol, 

anhydrides, for example sorbitan monoleate, and condensation 
products of the said partial esters with ethylene oxide, for 
example polyoxyethylene sorbitan monoleate. The emulsions may 
also contain sweetening and flavoring agents. 
3 5 Syrups and elixirs may be formulated with sweetening 

agents, for example glycerol, propylene glycol, sorbitol or 
sucrose. Such formulations may also contain a demulcent, a 
preservative and flavoring and coloring agents. The 
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pharmaceutical compositions may be in the form of a sterile 
injectable aqueous or oleaginous suspension. This suspension 
may be formulated according to the known art using those 
suitable dispersing or wetting agents and suspending agents 
5 which have been mentioned above. The sterile injectable 
preparation may also be sterile injectable solution or 
suspension in a non-toxic parentally acceptable diluent or 
solvent, for example as a solution in 1 , 3 -butanediol . Among 
the acceptable vehicles and solvents that may be employed are 

10 water, Ringer's solution and isotonic sodium chloride solution. 
In addition, sterile, fixed oils are conventionally employed as 
a solvent or suspending medium. For this purpose any bland 
fixed oil may be employed including synthetic mono-or 
diglycerides . In addition, fatty acids such as oleic acid find 
"15 use in the preparation of inj ectables . 

The compounds of general Formula I may also, be 
administered in the form of suppositories for rectal 
administration of the drug. These compositions can be prepared 
by mixing the drug with a suitable non- irritating excipient 

20 which is solid at ordinary temperatures but liquid at the 
rectal temperature and will therefore melt in the rectum to 
release the drug. Such materials are cocoa butter and 
polyethylene glycols . ;i 

Compounds of general Formula I may be administered 

25 parenterally in a sterile medium. The drug, depending on the 
vehicle and concentration used, can either be suspended or 
dissolved in the vehicle. Advantageously, adjuvants such as 
local anesthetics, preservatives and buffering agents can be 
dissolved in the vehicle. 

30 Dosage levels of the order of from about 0.1 mg to about 

14 0 mg per kilogram of body weight per day are useful in the 
treatment of the above- indicated conditions (about 0 . 5 mg to 
about 7 g per patient per day) . The amount of active 
ingredient that may be combined with the carrier materials to 

35 produce a single dosage form will vary depending upon the host 
treated and the particular mode of administration. Dosage unit 
forms will generally contain between from about 1 mg to about 
500 mg of an active ingredient. 

19 
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Frequency of dosage may also vary depending on the 
compound used and the particular disease treated. However, for 
treatment of most disorders, a dosage regimen of 4 times daily 
or less is preferred. For the treatment of anxiety or 
5 depression a dosage regimen of 1 or 2 times daily is 
particularly preferred. For the treatment of sleep disorders a 
single dose that rapidly reaches effective concentrations is 
desirable . 

It will be understood, however, that the specific dose 
10 level for any particular patient will depend upon a variety of 
factors including the activity of the specific compound 
employed, the age, body weight, general health, sex, diet, time 
of administration, route of administration, and rate of 
excretion, drug combination and the severity of the particular 
15 disease undergoing therapy. 

Preferred compounds of the invention will have certain 
pharmacological properties. Such properties include, but are 
not limited to oral bioavailability, low toxicity, low serum 
protein binding and desirable in vitro and in vivo half-lifes. 
20 Penetration of the blood brain barrier for compounds used to 
treat CNS disorders is necessary, while low brain levels of 
compounds used to treat periphereal disorders are often 
preferred. 

Assays may be used to predict these desirable 
25 pharmacological properties. Assays used to predict 

bioavailability include transport across human intestinal cell 
monolayers, including Caco-2 cell monolayers. Toxicity to 
cultured hepatocyctes may be used to predict compound toxicity. 
Penetration of the blood brain barrier of a compound in humans 
3 0 may be predicted from the brain levels of the compound in 
laboratory animals given the compound intravenously. 
Serum protein binding may be predicted from albumin binding 
assays. Such assays are described in a review by Oravcova, et 
al. (Journal of Chromatography B (1996) volume 677, pages 1- 
35 27) . 

Compound half -life is inversely proportional to the 
frequency of dosage of a compound. Jn vitro half-lifes of 
compounds may be predicted from assays of microsomal half -life 

20 
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as described by Kuhnz and Gieschen (Drug Metabolism and 
Disposition, (1998) volume 26, pages 1120-1127). 

The present invention also pertains to packaged 
pharmaceutical compositions for treating disorders responsive 
5 to GABA A receptor modulation, e.g., treatment of cognitive 
deficits, anxiety or depression by GABA A receptor modulation. 
The packaged pharmaceutical compositions include a container 
holding a therapeutically effective amount of at least one 
GABA A receptor modulator as described supra and instructions 
10 (e.g., labeling) indicating the contained GABA A receptor ligand 
is to be used for treating a disorder responsive to GABA A 
receptor modulation in the patient. 

The present invention also pertains to methods for 
altering the signal- tranducing activity of GABA A receptors, 
15 said method comprising exposing cells expressing such receptor 
to an effective amount of a compound of the invention. 

A method of inhibiting the binding of a benzodiazepine 
compound to the benzodiazepine site of the GABA A receptor, 
comprising contacting a compound of Formula I with cells 

2 0 expressing such a receptor in the presence of a the 

benzodiazepine compound, wherein the compound is present at a 
concentration sufficient to inhibit benzodiazepine compound 
binding to cells expressing a cloned human GABA A receptor in 
vitro is provided by a separate aspect of the invention. 
25 In a separate aspect, the invention provides a method of 

potentiating the actions of other CNS active compounds, which 
comprises administering an effective amount of a compound of 
the invention in combination with another CNS active compound. 
Such CNS active compounds include, but are not limited to the 

3 0 following: for anxiety, serotonin receptor (e.g. 5-HT^) 

agonists and antagonists; for anxiety and depression, 
neurokinin receptor antagonists or corticotropin releasing 
factor receptor (CRFJ antagonists; for sleep disorders, 
melatonin receptor agonists; and for neurodegenerative 
35 disorders, such as Alzheimer's dementia, nicotinic agonists, 
muscarinic agents, acetylcholinesterase inhibitors and 
dopamine receptor agonists. Particularly the invention 

provides a method of potentiating the antidepressant activity 
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of selective serotonin reuptake inhibitors (SSRIs) by 
administering an effective amount of a GABA agonist compound 
of the invention in combination with an SSRI . 

Combination administration can be carried out in an 
5 analogous fashion to that disclosed in Da-Rocha, et al . , J. 
Psychopharmacology (1997) 11{3) 211-218; Smith, et al . , Am. J. 
Psychiatry (1998) 155(10) 1339-45; and Le , et al . , Alcohol and 
Alcoholism (1996) 31 Suppl . 127-132. Also see, the discussion 
of the use of the GABA A receptor ligand 3- (5-methylisoxazol-3- 

10 yl) -6- (1-methyl-l, 2, 3 - triazol-4 -yl) methyloxy-1, 2, 4-triazolo 
[3 , 4 -a] phthalzine in combination with nicotinic agonists, 
muscarinic agonists, and acetylcholinesterase inhibitors, in 
PCT International publications Nos. WO 99/47142, WO 99/47171, 
and WO 99/47131, respectively. Also see in this regard PCT 

15 International publication No. WO 99/3 7303 for its discussion 
of the use of a class of GABA A receptor ligands, 1,2,4- 
triazolo [4 , 3-b] pyridazines , in combination with SSRIs. 

20 The disclosures of all articles and references mentioned 

in in this application, including patents, are incorporated 
herein by reference. 

The invention is illustrated further by the following 
examples which are not to be construed as limiting the 

25 invention in scope or spirit to the specific procedures 
described in them. Compounds of the invention can be prepared 
using the reactions depicted in Schemes I to VI . 

Scheme 1 

l.RNH 2 inDMFK 2 C0 3 jf* ** C1 

aNOo or ^ NHo EXO^^ CI 

1 DMSO . ifY 2 . nV 

2.rHl ^N- H ,„CHCk. 



2. [H] ^^N- in CHCb , 

H 2 , 10% Pd/C r DMF or EtOH 



or 

TiCI 3 dil HC1 
or 

SnCbconc HC1 



R 

3 



30 
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Scheme II 



1 

R 



CK^Ar 



TEA, toluene 



R\ O 



Scheme III 
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Scheme IV 
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Those having skill in the art will recognize that the 
starting materials may be varied and additional steps employed 
5 to produce compounds encompassed by the present invention, as 
demonstrated by the following examples. 

The following examples illustrate the general procedures 
for the preparation of compounds of the invention using the 
reactions outlined above in Schemes I -VI. These examples are 
10 not to be construed as limiting the invention in scope or 
spirit to the specific procedures and compounds described in 
them. 

Analysis is performed on a Hewlett Packard 6890 GC, 
equipped with a dual cool on- column inlets and flame ionization 

15 detectors or mass spec detectors. All gas flows are regulated 
via electronic pneumatic control. The analytical column used 
is a Supelco PTE-5 QTM, 15 m x 0.53 mm ID x 0.50 urn film. GC 
instrument control and data collection are handled using a 
Perkin Elmer TurboChrom Client/Server data system. GC 

20 conditions: On-column injector 163 C for 2.5 min., ramp at 40 
C/min to 323 C. Oven program 100 C for 1 minute, ramp at 4 0 
C/min to 320 C. Detector temperature is set at 325 C. GC 
conditions: for compounds 7-12 initial temperature 200 C, ramp 
to 300 C at 20 C/min on a 12 m, DB-5 column. 

25 

Example 1 

General Procedure for the preparation of 
chloromethylbenz imidazoles as outlined in Scheme I 

3 0 l. Imidate hydrochloride: 

A solution of 150 mL ( 2.37 mole) of chloroacetonitrile , 
13 9 mL ( 2.3 7 mole) of ethanol in 1,200 mL of dry benzene is 
cooled to 0 °C in an ice/ethanol bath. Dry HC1 gas is bubbled 
through the vigorously stirred solution for approximately 3 0 

3 5 min. while the internal temperature is maintained below 10 °C. 
The solution is allowed to stand at rt . overnight. The 
resulting solid is filtered and washed with 2L of dry ether and 
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allowed to air dry to afford 328 g (88%) of imidate 
hydrochloride . 

2. 1-n- Propyl -2- (chloromethyl) -5-f luorobenzimidazole : 



A solution of 11.25 g (0.07 mole) of 2-n-Propyl-5- 
f luorophenelyenediamine in 2 00 mL of anhydrous CHCI3 is treated 
with 11.06 g (0.07 mole) of imidate at room temperature. The 
heterogeneous reaction mixture is allowed to stir for 4 5 min. 

10 at which time no starting material is detectable by TLC. 100 
mL of saturated NaHC03 is added and extracted 3 X 50 mL of 
CH2CI2. The extracts are dried over anhydrous MgS04 t the 
solvent removed in vacuo, and the residue chromat graphed (Si02) 
with 50% ethyl acetate/hexane to afford 15 g (95%) of 1-n- 

15 Propyl-2- (chloromethyl) -5-f luorobenzimidazole. 



Example 2 

General Procedure for the preparation of 
benzimidazoles as shown in Scheme II 

N- [benzoyl] -N-methyl- l-n-propyl-2- (methanamine) -5- 
f luorobenzimidazole 



/ \ 



A solution of 8 mmole of l-n-Propyl-2- (chloromethyl) -5- 
25 f luorobenzimidazole (alternatively named 2- (chloromethyl) -5- 
f luoro-l-propylbenzimidazole) in 20 mL of dry Acetonitrile is 
treated with 10 mL of 4 0% aqueous methylamine for 16 hr at room 
temperature. The solvent is removed in vacuo and the residue 

25 
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is partitioned between 3 0 mL of ethyl acetate and 10 mL of 1 N 
NaOH . The ethyl acetate layer is dried over anhydrous Na 2 S0 4 
and solvent removed in vacuo to afford 1.68 g 95% of 1-n- 
Propyl-2- (methanamine) -5-f luorobenzimidazole . Benzoylchloride 
1.5 eq is treated with of l-n-Propyl-2- (methanamine) -5- 
f luorobenzimidazole 1.0 eq in dichloromethane at room 
temperature for 1 hr. The reaction is quenched with 1 N NaOH 
and partitioned between dichloromethane and water. The organic 
layer is dried with Na 2 S0 4 and the solvent removed in vacuo. 
The residue is chromatographed (Si02) with ethyl acetate to 
afford 95% of N- [benzoyl] -N-methyl-l-n-propyl-2- (methanamine) - 
5-f luorobenzimidazole [alternatively named N- ( (5- 

f luorobenzimidazol- 2 -yl) methyl) -N-methylbenzamide] (Compound 
Al) . 



Example 3 

General Procedure for the preparation of 
benzimidazoles as shown in Scheme 3 



(2 , 5-dif luorophenyl) -N- { [5- (morpholin-4 -ylmethyl) - 1- 
propylbenzimidazol - 2 -yl] methyl} -N-propylcarboxamide 

O F 




A solution of 20 g (0.095 mole) of [3-nitro-4- 
(propylamino) phenyl] me than- l-ol and 19.2 g (0.28 mole) of 
imidazole in 2 00 mL of anhydrous DMF is treated with 19 g (0.13 
mole) of t-butyldimethylsilyl chloride at room temperature for 
3 0 min. The resulting mixture is diluted with 4 00 mL of ethyl 
acetate and washed 3 X 200 mL of water and 1 X 200 mL of brine. 
The resulting orgainc layer is dried over anhydrous Na 2 S0 4 and 
the solvent removed in vacuo. The resulting oil is column 
chromatographed 5% ethyl acetate/hexanes to afford 11 g (35%) 
of {2-nitro-4- [(1,1,2, 2-tetramethy-l-silapropoxy) methyl] phenyl } 
propylamine . 
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A solution of 11 g (0.033 mole) of {2-nitro-4 - [ (1, 1, 2 , 2- 
tetramethy-l-silapropoxy) methyl] phenyl } propylamine in 100 mL 
of ethanol and 1 g 10% Pd/C is treated with 50 psi of H 2 at 
5 room temperature for 2 hr. The resulting mixture is filtered 
through celite, washed with 200 mL of ethanol and the solvent 
removed in vacuo. The crude material is treated with 9.7 g 
(0.06 mole) of imidate hydrochloride in 250 mL of chloroform at 
room temperature for 1 hr. The reaction mixture is partitioned 

10 between 200 mL sat NaHC0 3 and 20 0 mL of chloroform. The 
organic layer is dried over anhydrous anhydrous Na 2 S0 4 and the 
solvent removed in vacuo. The resulting oil is column 
chromatographed 50% ethyl acetate/hexanes to afford 6 g (52% 
for 2 steps) of 1- { [2- (chloromethyl) -l-propylbenzimidazol-5- 

15 yl] methoxy} -1,1,2, 2-tetramethyl-l-silapropane . 

A solution of 2.0 g (5.6 mmole) of 1- { [2- (chloromethyl) - 1- 
propylbenzimidazol-5-yl] methoxy} -1, 1,2, 2-tetramethyl-l- 
silapropane in 20 mL of anhydrous acetonitrile is treated with 
10 mL of propylamine for 16 hr at room temperature. The 

20 solvent is removed in vacuo and the residue is partitioned 
between 3 0 mL of ethyl acetate and 10 mL of 1 N NaOH. The 
ethyl acetate layer is dried over anhydrous Na 2 S0 4 and solvent 
removed in vacuo to afford 2.1 g (99%) of propyl ({ 1-propyl- 5- 
[(1,1,2, 2-tetramethyl-l-silapropoxy)methyl]benzimidazol-2- 

25 yl} methyl) amine. 

2 , 5-dif luorobenzoylchloride 1.5 eq is treated with 1.0 eq 
1.25 g (3.3 mmole) of propyl ( {l-propyl-5- [ (1, 1, 2, 2-tetramethyl- 
1-silapropoxy) methyl] benzimidazol-2-yl}methyl) amine in 

dichloromethane at room temperature for 1 hr. The reaction is 

3 0 quenched with 1 N NaOH and partitioned between dichloromethane 
and water. The organic layer is dried over anhydrous Na 2 S0 4 and 
the solvent removed in vacuo. The residue is chromatographed 
(Si02) with ethyl acetate to afford 74% of (2,5- 
dif luorophenyl) -N-propyl-N- ( {l-propyl-5- [(1,1,2, 2- tetramethyl- 

3 5 1 - s i lapropoxy ) methyl ] benz imidazol - 2 - y 1 } methyl ) carboxamide . 



A solution 1.25 g (2.4 mmole) of (2 , 5-dif luorophenyl) -N- 
propyl-N- ( {l-propyl-5- [(1,1,2, 2-tetramethyl-l- 
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silapropoxy) methyl] benzimidazol-2-yl } methyl) carboxamide in 2 0 
mL of THF is treated at room temperature with 3 mL of 1M 
tetrabutylammonium fluoride for 1 hr. The reaction solution is 
diluted with 20 mL of sat NaHC0 3 and extracted with 3 X 100 mL 
5 of di chlorome thane . The organic extracts are dried over 
anhydrous Na 2 S0 4 and the solvent removed in vacuo to afford 0.96 
g (99%) of (2, 5-dif luorophenyl) -N- { [5- (hydroxymethyl ) -1- 
propylbenzimidazol - 2 -yl ] methyl } -N-propylcarboxamide . 
(2 , 5-dif luorophenyl) -N-{ [5- (hydroxymethyl) -1- 

10 propylbenzimidazol - 2 -yl] methyl} -N-propylcarboxamide 0.96 g (2.3 
mmole) is treated with 3 0 mL of thionyl chloride for 15 min a 
room temperature. The resulting mixture is concentrated in 
vacuo and partitioned between 100 mL sat NaHC0 3 and 100 mL of 
ethyl acetate . The ethyl acetate layer is dried over anhydrous 

15 Na 2 S0 4 and concentrated in vacuo. The resulting oil is 
chroamtoagraphed 50% ethyl acetate/hexanes to afford 0.9 g 
(93%) of (2, 5-dif luorophenyl) -N- { [5- (chloromethyl) -1- 

propylbenzimidazol-2-yl] methyl } -N-propylcarboxamide . 

A solution of 0.2 mL of 0 . 2M (2 , 5-dif luorophenyl) -N- 

20 { [5- (chloromethyl) - 1 -propylbenzimidazol -2 -yl] methyl} -N- 

propylcarboxamide in 1 -methyl- 2 -pyrrolidinone is treated at 
room temperature for 16 hr with 0.3 mL of 0 . 2M solution of 
morpholine in toluene. The resulting mixture is diluted with 2 
mL of ethyl acetate and washed 2X2 mL of water 1 X 2 mL 

25 brine. The ethyl acetate layer is dried over anhydrous Na 2 S0 4 
and concentrated in vacuo to afford 70% of (2,5- 
dif luorophenyl) -N- { [5- (morpholin-4 -ylmethyl) -1- 
propylbenzimidazol-2-yl] methyl } -N-propylcarboxamide . 

3 0 Example 4 

The following compounds are prepared essentially 
according to the procedure described in Examples 1-5, and as 
shown in Schemes 1-6: 
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(a) (2 , 5-dif luorodif luorophenyl) -N-methyl-N- ( (1- 

propylbenzimidazol-2-yl) methyl) carboxamide (Compound A5) ; GC 
retention time = 5.26 minutes. 

5 




(b) N- ( (3-cyclopropylmethylimidazolo [5,4-b]pyridin-2- 
yDmethyl) <3-f luorophenyl) -N-propylcarboxamide (Compound AG) ; 
10 GC retention time = 5.07 minutes. 




(c) N- [ (3-cyclopropylmethylimidazolo [5,4 -b]pyridin- 2- 
15 yl) methyl] (2 , 5-dif luorophenyl) -N-propylcarboxamide (Compound 
A7) ; GC retention time = 4.80 minutes. 
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(d) N- [ (6-chloro-l-propylbenzimidazol-2-yl) methyl] (2 , 5- 
dif luorophenyl) -N-propylcarboxamide (Compound A8 ) 
retention time = MS (CI) M+ 4 53 amu. 



GC 



5 




F 



(e) N- ( { 5 - ( die thylamino) methyl] -l-butylbenzimidazol-2- 
yljmethyl) (3-f luorophenyl) -N-propylcarboxamide (Compound A9) ; 
GC retention time = 5.96 minutes. 



(f) N- ( (3 -n-butyl-imidazolo [5, 4-b] pyridin- 2 -yl) methyl] (3- 
iodophenyl) -N-propylcarboxamide (Compound A10) ; GC retention 
time = 6.12 minutes. 

15 

(g) N- [ (7-chloro-l-propylbenzimidazol-2-yl)methyl] (3- 
f luorophenyl) -N-methylcarboxamide M+ 3 61 amu 

(h) N- [ ( 7 -chloro-l-propylbenzimidazol-2-yl) methyl] (3- 
20 f luorophenyl) -N-propylcarboxamide M+ 389 amu 

(i) N- [ (6-chloro-l-propylbenzimidazol-2-yl)methyl] {3- 

[ (me thylamino) methyl] phenyl} -N-propylcarboxamide M+ 414 amu 

25 ( j ) (3-f luorophenyl) -N- [ (4 -f luoro- l-propylbenzimidazol-2 - 
yl) methyl] -N-propylcarboxamide M+ 372 amu 



10 
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(k) (2, 5-dif luorophenyl) -N-{ [1- 

( cyclopropylmethyl ) benz imidazol - 2 -yl ] methyl } -N- 
propylcarboxamide M+ 3 84 amu 

(1) N-{ [5- (N,N-diethylcarbamoyl) -l-propylbenzimidazol-2- 
yl] methyl} (3- f luorophenyl) -N-propylcarboxamide M+ 454 amu 

(m) (2, 5-dif luorophenyl) -N- [ (4 -f luoro-l-propylbenzimidazol-2- 
yl) methyl] -N-propylcarboxamide M+ 391 amu 

(n) N- { [6-chloro-l- (cyclopropylmethyl) benzimidazol-2- 
yl] methyl} (3- f luorophenyl) -N-propylcarboxamide M+ 401 amu 

(o) (2, 5-dif luorophenyl) -N- ( {5 - [ (ethylamino) methyl] -1- 
15 propylbenz imidazol- 2 -yl }methyl) -N-propylcarboxamide M+ 430 amu 

(p) (2, 5-dif luorophenyl) -N-propyl-N- ( { l-propyl-5- 

[ (propylamino) methyl] benz imidazol- 2 -yl} methyl) carboxamide M+ 

444 amu 

20 

(q) (2 , 5-dif luorophenyl) -N- ({5- [ ( me thy lamino) methyl] -1- 
propylbenzimidazol-2-yl Jmethyl) -N-propylcarboxamide M+ 416 amu 

(r) N- [ (6-chloro- l-propylbenzimidazol-2-yl) methyl] {4- [2- 
25 (ethylamino) ethoxy] phenyl} -N- ( 3 -methylbutyl) carboxamide M+ 486 
amu 

(s) N- [ (6-chloro-l-propylbenzimidazol-2-yl) methyl] -N- (3- 
methylbutyl) {4- [2- (propylamino) ethoxy] phenyl} carboxamide M+ 500 
3 0 amu 

(t) N- [ (6-chloro-l-propylbenzimidazol-2-yl) methyl] (2- 
methyl (1, 3 -thiazol-4 -yl) ) -N- ( 2 -me thy lpropyl) carboxamide M+ 406 
amu 
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(u) (5-bromo (2-thienyl) ) -N- [ ( 6-chloro-l- propylbenz imidazol-2 - 
yl ) methyl] -N- (2 -methylpropyl) carboxamide M+ 470 amu 
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(v) [3- (2-bromoethoxy) phenyl] -N- [ (6-chloro-l- 

propylbenz imidazol- 2 -yl) methyl] -N- (2-methylpropyl) carboxamide 
M+ 50 8 amu 



5 (w) N- [ (6-chloro-l-propylbenzimidazol-2-yl) methyl] -N- (2- 

methylpropyl) {3- [2- (propylamine)) ethoxy] phenyl } carboxamide M+ 
4 8 6 amu 

(x) N- [ (6-chloro-l-propylbenzimidazol-2-yl) methyl] (3- {2- [ (2- 
10 methoxyethyl) amino] ethoxy } phenyl ) -N- (2-methylpropyl) carboxamide 
M+ 502 amu 

(y) N- [ (6-chloro-l-propylbenzimidazol-2-yl) methyl] (3- {2 - [ (2- 
ethoxyethyl) amino] propoxy} phenyl) -N- (2-methylpropyl) carboxamide 
15 M+ 53 0 amu 

(z) N- [ (6-chloro-l-propylbenzimidazol-2-yl) methyl] (3- (2-{ [2- 
(methylethoxy) ethyl] amino} propoxy) phenyl] -N- (2- 
methylpropyl) carboxamide M+ 544 amu 

20 

Examples 5-41 

The compounds of Examples 5-41 are prepared essentially 
according to the procedure described in Examples 1-3, and as 
shown in Schemes 1-6. These compounds are represented by the 
25 formulae presented in each of the examples with the definitions 
of the substituents found within the table. It is noted for 
the reader that the R 2 and R 3 groups used in these formulae are 
not the same R 2 and R 3 groups used in Formula I. 

Structures for the compounds of Examples 5-42 are shown in 
3 0 Appendices 1 and 2 hereto. 
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Example 5 




For each compound, the definitions of R 2 and R 3 are specified 
in the following table. 



compound 
No. 


* 2 


*3 


1 


Metnyi 


3 - t'luoropnenyi 


i 2 


Ally! 


3 - Fiuoropnenyi 


3 


propyl 


3 - Fiuoropnenyi 


4 


Aiiyi 


3 - Fiuoropnenyi 


5 


propyl 


3 - Fiuoropheny l 


6 


propyl 


3 , 4-uiriuoropnenyi 


7 


Allyl 


2, s-Dir luoropnenyi 


8 


propyl 


2, b-Dir luoropnenyi 


9 


propyl 


l, 3 -Benzoaioxoi- b-yi 


10 


Aiiyi 


3 -cnioro-4 - r luoropnenyi 


11 


propyl 


3 - cnioro - 4 - 1 luoropnenyi 


12 


Metnyi 


b - cn i o r o - 2 - me t noxypneny i 


13 


J-Methylbutyl 


3-{2- L 13- 

Methoxypropyl) amino] ethoxy} 
phenyl 


14 


3 -MetnyiDutyl 


3 - | 2 - I 1 3 - 
Ethoxypropyl ) amino] ethoxy} 
phenyl 


lb 


3 -MetnyiDutyi 


l-{2- KJ- 
Ethoxypropy 1 ) amino] ethoxy} 
phenyl 


16 


3 -Metnyioutyi 


3- 12- (benzyiammo) 
ethoxy] phenyl 


17 


3-fietnyioutyi 


3- 12- iBenzyiammo) 
ethoxy] phenyl 


18 


2 -Metnyipropyi 


3-{2- lU-i- 
Propoxypropyl) amino] ethoxy} 
phenyl 


19 


j-wetnymutyi 


3-{2- [(3-1- 
Propoxypropyl) amino] ethoxy} 
phenyl 


20 


Benzyl 


3 - cnioro- 2 - tnienyi 


21 


4 - FiuoroDenzyi 


3 - cnioro - 2 - tnienyi 


22 


Benzyl 


3 -cnioro-4-metnyipnenyi 


23 


2 - FiuoroDenzyi 


3 - cnioro - 4 - me t ny lpneny i 


24 


4 - FiuoroDenzyi 


3 -cnioro-4 -metnyipnenyi 


25 


4 - FiuoroDenzyi 


2 - Fiuoro-6 -tririuorometnyi 
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pnenyi 


26 


4 - t iuoroDenzyi 


3 , b-DiiDromopnenyi 


27 


Pentyi 


3 -Bromopnenyi 


28 


3 -Metnyimityl 


3 -Bromopnenyi 


2y 


2 -Metnyipropyi 


4 - Bromopnenyi 


30 


3 -Metnyitoityl 


4 -Bromopnenyi 


31 


Butyl 


^-bromopnenyi 


32 


Pentyi 


2 - Bromopnenyi 


33 


3 -Methylbutyl 


2 - .Bromopnenyi 


i ^4 


3 - Methylbutyl 


3 -Metnoxypnenyi 


Jb 


3 -Metnyit>utyl 


2 -Metnoxypnenyi 


3b 


3 -Methylbutyl 


3 - cnioropnenyi 


1 J 7 


3 -Metnyimityl 


2 - cnioropneny i 


38 


3 -Methylbutyl 


2 - cnioropnenyi 


3y 


fclthyl 


b - cmoro- 2 -metnoxypnenyi 


40 


Aiiyi 


b - cnioro- 2 -metnoxypnenyi 


41 


propyl 


b - cmoro - 2 -metnoxypnenyi 


42 


Methyl 


2, b-Dicnioropnenyi 


43 


Aiiyi 


2, b-Dicnioropnenyi 


44 


propyl 


2 , b -Di cnioropnenyi 


4b 


propyl 


b - Methyl - 2 - thieny 1 


46 


propyl 


phenyl 


4 V 


propyl 


3 -Metnyipnenyi 


48 


propyl 


3 - biuoro-4 -metnyipnenyi 


49 


Allyl 


b - hiuoro- 2 -metnyipnenyi 


50 


propyl 


b-Fiuoro- 2 -metnyipnenyi 


bl 


Benzyl 


2, 3, 5, 6-Tetrariuoro 
phenyl 


b2 


4 - *iuoror>enzy l 


2 , 3 , b , 6-Tetrariuoro 
phenyl 


b3 


Benzyl 


2,4, b-Tririuoro 
phenyl 


54 


Benzyl 


2,3, b-Tntiuoro 
phenyl 


bb 


4 - tiuorocenzyi 


2,3,6- Tri t luoro 
phenyl 


bf> 


4 - tiuoroDenzyi 


2 - unioro - 6 - r luoropneny l 


57 


Benzyl 


2 - Fiuoro - b - tr xx luorometny l 
phenyl 


bB 


2 - Metnyipropyi 


3- (2- { L 14 -Metnyipnenyi) 
methyl] amino} 
ethoxy) phenyl 


by 


3 -Metnyimityi 


3 - { 2 - l (2-cycionex-i-enyietnyi; 
amino] ethoxy} 
phenyl 


60 


2 - Metnyipropyi 


3 - { 2 - { I { 2 -Metnyipnenyi ) 
methyl] amino} 
ethoxy) phenyl 


61 


2 -Metnyipropyi 


3- (2- { I (3-Methylphenyl) 
methyl] amino} 
ethoxy) phenyl 


62 


2 -Metnyipropyi 


3 - ( 2 - { U 2 -Methoxyphenyl ) 
methyl] amino} 
ethoxy) phenyl 


63 


2 - hiuoroDenzyi 


3 - ioao - 4 -metnyipnenyi 
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64 


4 - fiuoroDenzyi 


3 - ioao-4 -mecnyipnenyi 


6b 


4 - Fiuorooenzy i 


2 -Tnienyl 


66 


Benzyl 


2-Tnienyi 


6 7 


4 - Kiuorosenzyi 


2 -Tnienyl 


68 


Benzyl 


3 -Mecnyi-2-cmenyi 


69 


4 - FiuoroDenzyi 


3 - Metnyi - 2 - cnienyl 


7 0 


Benzyl 


b-Mecnyi-2 -cnienyi 


71 


2 - nuoroiDenzyi 


b -Mecny i - 2 - cnienyl 


72 


• 4 -FiuoroDenzyi 


5 -Methyl- 2 -cnienyi 


73 


4 - Jr'iuoro£>enzyi 


4, b-Dimecnyi-2- turyi 


74 


2 -Mecnyipropyi 


3 , 4 -Dicnioropnenyi 


75 


Pencyi 


3 , 4-Dicnioropnenyi 


76 


3-Mecnyir>ucyi 


3 , 4 -Dicnioropnenyi 


77 


3 -Mecnyinucyi 


3 , b -Dicnioropnenyi 


78 


j -Metnyir>utyi 


2, 3 -Dicnioropnenyi 


7 9 


Butyl 


2, b- Dicnioropnenyi 


80 


2 -Mecnyipropyi 


2, b -Dicnioropnenyi 


81 


pencyi 


2 , b -Dicnioropnenyi 


82 


3-Methylbutyl 


2 , b- Dicnioropnenyi 


83 


Butyl 


2 , 4 -Dicnioropnenyi 


84 


2 -Mecnyipropyi 


2 , 4 -Dicnioropnenyi 


8b 


3-Methylbutyl 


2 , 4 -Dicnioropnenyi 


86 


Allyl 


3 -enioropnenyi 


87 


propyl 


3 - enioropnenyi 


88 


propyl 


2,3, b-rririuoropnenyi 


B3 


Mecnyi 


b - cnioro - 2 -metnoxypnenyi 


90 


Ethyl 


b - cnioro - 2 -metnoxypnenyi 


91 


Aiiyi 


b - cnioro- 2 -metnoxypnenyi 


92 


Mecnyi 


2 , b -Dicnioropnenyi 


93 


Methyl 


3 -Bromopnenyi 


94 


Ethyl 


3 -Bromopnenyi 


9b 


propyl 


3 -Bromopnenyi 


9b 


Methyl 


3 - Bromo - 4 - r luoropnenyi 


97 


Methyl 


3-ioaopnenyi 


98 


3-Methylbutyl 


3- (2- { I (2-Methoxyphenyl) 
methyl] amino} 
ethoxy) phenyl 


99 


2 -Mecnyipropyi 


3 - ( 2 - { L 1 3 -Methoxypnenyi ) 
methyl] amino} 
ethoxy) phenyl 


100 


2 -Mecnyipropyi 


3 - {2- { [ (4-Mecnoxypnenyi) 
methyl] amino} 
ethoxy) phenyl 


101 


2 -Mecnyipropyi 


3 - ( 2 - { I ( 2 - Chloropheny 1 ) 
methyl] amino} 
ethoxy) phenyl 


102 


Benzyl 


2 , b-Dimecnoxypnenyi 


103 


2 - Fiuorooenzyi 


2 , b-Dimecnoxypnenyi 


104 


4 - Fiuoronenzy 1 


2 , 5-Dimecnoxypnenyi 


10b 


Bucyi 


4 - pency lpnenyl 


106 


2 - Mecnyipropyi 


4 - pencyipneny l 


107 


3-Methylbutyl 


4 - pencyipneny l 


108 


Butyl 


3 -Bromopnenyi 


109 


2 -Mecnyipropyi 


3 -Bromopnenyi 


110 


pencyi 


r 3 - Bromopnenyi 
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Ill 


3 -Mettivlbutvi 


3 - BromoDnenvi 


112 


2 -IVletliT.Vl'Dr'O'DVl 


4 - BromoDhenvl 


113 


j - Met nvi lout vl 




114 


Butyl 


2 - Bromnnhenvl 


115 

X_ X. — / 


i?entyl 


— Krnmnnhpnv I 

*juiv«/^iic.iiy x 


J- -1- VJ 


3 - Me r.hv 1 bu 1~ v i 

«j i i * — uii y -i. ul i_ y a 


"7 — Ryomnnhpnv I 


X X / 


Ft" hv 1 


— ~[ nrlonhpnv 1 
~? luuuL/iiciiy i 


118 

-1- X. o 


Allyl 


"3 _ Tnrinnhpnv 1 


119 
j- j- ^ 


X; -4. w ^ y x. 


3 — rh l nrft-4 — rnof h\/ 1 nhpnv I 

~j unxux <^ "* uic Liiy x^jnciiy x 


150 


Pttyt>\/ 1 

-C^ ^/ y x. 


^ x^xwuiw Linciiy i. 


151 

X- *£> X. 




Phpnv 1 
xr iicny x. 


155 
J- 4~ 


A 1 1 vl 

^1 X. 1 y 1 


Phpnv I 

XT XXwaXV X. 


151 " 


■t X. y x. 


Phpnv I 
nicuy X- 


" "154 

X*£ *± 


7T r| v | 


j nc Liiy xpiiciiy x 


__ 


-l X v«J^J J< X 


•3 i ic niy x^/iicixy x 


1 5 £ ~ 


XTX uiy y x 


a _ ma t* 1 nhpnv 1 
i ric Liiy xpnciiy X 


T 57 

X j£ / 


i"c i_ xiy x 


— > r i uui upucuy x 


-inn 

X O 


xr 1 UJjy X 


j r x uui upiiciiy x 


X«£ -7 


— 

xj u l. y x 


j LU1UIU 1 UtC LllUAypiiCily X 




^> t v ie Liiy ipr upy i 


j •LXiiuiu 4 uicLiiuAypiiciiyx 


TTI 


~1 — Ma f hxr 1 ho 1 


•j Liixui lj *± uitr L-iiL/jvy Lyiitsiiy x 


TT5 — 


Dutyi 


R — r^*h I r^iT"r^ — "7 — mA t~ hftYvnhpnv 1 

3 LilXUI L> UiC L.llLJJ^y^lACAiy X 




^ unyiprupyi 


_> Linux o z. me LiiUAypiicny x 


nra 


rcuuyi 


3 Lriixui ^ uie L,!ivjA.y piieuy x 


T7C 




D ^.IlXUl ^ lilt? L-XiL/Jty Lyxitriiy X 




Dutyi 


j i x x x x uux uuic u>iiy x Lyiidiy x 


-mm 

X .5 / 


Don t~ l 
rcnLyi 


o x x x x x Liv^x will t; Liiy x Lyiiciiy x 


X J o 


j "rictnyiDULyi 


j x x x x x uux wine l iiy x Lyiicxiy x 




j vitz LiiyiDULyi 


z ix xxxuuxuuicLiiy xpuciiyx 


X4 u 


Duuy i 


j> , *± uxLiixuxupiiciiy x 


X4 X 


r r upyi 


4 17 X UUX UpilCliy X 


1 a n — ■ 


irie uny x 


mm f luuropricuyi 


14 -5 


i-iX xyi 


z r x uux upyiidiy x 


144 


rropyi 


^ x? x uux upiiciiy x 


TAR 

14 O 


xrxupyX 


j r x uux u *t uitr Liiy x xjiicxiy x 


■yar 

x*t o 


1*1 c l. xiy x 


^ f x uux u 4& uic Lixy xpuciiy x 


147 


propyl 


b - fciuoro - 2 -metnyipnenyi 


14 O 


ricLnyi 


.5 - Lnioxupxicnyi 


14 J7 


ai iyi 


j Lxixoi upiiciiy i 


T en 

13U 


rropyi 


j Liixux upyxxtjxxy x 


i m 

ID 1 


,5 -i v icunyiDUuyi 


4 ncAyipiiciiy x 




o i v ie c ny iDUtyi 


n.Pl i mrn- 'A 1 "' 

mU C X UU X U «J 
l> x x x x vine Liiy xpiicny x> 


1 m 

X -J -3 


Duty x 


"7 S-Di r^hi I o rnn hpnv 1 
i/XLiixui upiiciiy x 


134 


i v xt? ciiy x Ly x v-> lj y x 


f uxLiixux upiiciiy X 


ill:- 

X D O 


Don I 

rciiuyi 


mm , ^ xv x uxixux upiiciiy x 


1 ^£ 


— Mo f- h"\; l hyi if v | 
^ l ie Lily X X*/ UL. y X 


"7 R — m rh I nynnhpnv 1 


X / 


Duty X 


"7 d-Di rh I nrrjnhpnv 1 


uo 


4& i ic L. i iy x x. upy x 


y A — m rh I ornn hpnv I 1 


159 


3 -MethvliDutivl 


2 , 4 -Dicnioiropxienyi 


160 


Butyl 


4 - pencyipnenyi 


X61 


z -wecnyipropyi 


4 - pentyipneny i 


162 


j -Mecnyir>ucyi 


4 - Pentyipnenyi 


163 


Butyl 


i-Bromopnenyi 


164 


2 - Metny ipropyi 


3 - a r omopne ny i 
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16b 


2 -Metnyipropyi 


3 -Bromo-4 -metnyipnenyi 


166 


3-Methylbutyl 


3 -Bromo-4 -metnyipnenyi 


167 


Butyl 


3 -Bromo-4 -riuoropnenyi 


168 


2 -Metnyipropyi 


3 -Bromo - 4 - 1 luoropnenyi 


169 


3 -MetnyiDutyi 


3 - Bromo - 4 - 1 luoropnenyi 


170 


Butyl 


3 -loaopnenyi 


171 


2 - Metnyipropyi 


3 - loaopnenyi 


172 


pentyl 


3 - loaopnenyi 


173 


3 -Methylbutyl 


3 - loaopnenyi 


174 


2 -Metnyipropyi j 


4 - loaopnenyi 


17b 


3-Methylbutyl 


3 - loao- 4 -metnyipnenyi 


176 


Butyl 


2-Thienyl 


177 


pentyi 


2-Tnienyl 


178 


3-Metnyir>utyi 


2-Tnienyi 


17 9 


Butyl 


3 -Tnienyi 


180 


pentyl 


3 -xnienyi 


181 


3-Methylbutyl 


3-Thienyl 


182 


3-Methylbutyl 


Benzyl 


183 


Butyl 


3 - Me tny l - 2 - tmeny i 


184 


pentyl 


^-Metnyi-2-tnienyi 


18b 


3-Methylbutyl 


3-Methyl-2-thienyl 


186 


pentyl 


3 -Metnyi - b - tnienyi 


187 


3-Methylbutyl 


3 -Metnyi- b- tnienyi 


188 


3-Methylbutyl 


3 -Metnyipnenyi 


189 


2 -Metnyipropyi 


b - unioro- 2 -metnoxypnenyi 


130 


pentyl 


b - cnioro- 2 -metnoxypnenyi 


191 


3-Methylbutyl 


b - cnioro- 2 -metnoxypnenyi 


192 


Butyl 


3 -Trir luorometnyipnenyi 


193 


pentyl 


3-irir luorometnyipnenyi 


194 


3 -Metnyimityi 


3 -Trir luorometnyipnenyi 


195 


J -Methylbutyl 


2 -Trir luorometnyipnenyi 


19b 


Butyl 


3 , 4 - Dicnioropnenyi 


197 


2 -Metnyipropyi 


3 , 4 -Dicnioropnenyi 


198 


3-Methylbutyl 


3 , 4 - Dicnioropnenyi 


199 


3 -MetnyiDutyi 


3 , b -Dicnioropnenyi 


200 


3-Methylbutyl 


2 , 3 -Dicnioropnenyi 


201 


Butyl 


pnenyi 


202 


pentyl 


pnenyi 


203 


3 -MetnyiDutyi 


pnenyi 


204 


pentyi 


r 3 -Metnyipnenyi 


20b 


3-Methylbutyl 


3 - Metnyipnenyi 


206 


2 -Metnyipropyi 


4 -Metnyipnenyi 


207 


3-Methylbutyl 


4 -Metnyipnenyi 


208 


pentyi 


2 -Metnyipnenyi 


209 


3-Methylbutyl 


2 -Metnyipnenyi 


210 


Butyl 


3 - Fiuoropnenyi 


211 


2 -Metnyipropyi 


3 - Fiuoropnenyi 


212 


pentyi 


3 - Fiuoropnenyi 


213 


3-Methylbutyl 


3 - Fiuoropnenyi 


214 


pentyi 


4 - Fiuoropnenyi 


21b 


3 -Methylbutyl 


4 - Fiuoropnenyi 


216 


pentyi 


2 - Fiuoropnenyi 


217 


3 -Metnyir>utyi 


2 - Fiuoropnenyi 


218 


2 -Metnyipropyi 


3 , 4 -Dimetnyipnenyi 


219 


3-Methylbutyl 


3 , 4 -Dimetnyipnenyi 
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1 22U 


pentyi 


2 , b-uimetnyipnenyl 


i 221 


3-Metnyir>utyl 


2, b-Dimetnylphenyi 


222 


2 -Metnyipropyl 


2,4- Dimetny ipnenyi 


223 


3 -MecnyiJDutyl 


2 , 4-uimecnyipnenyi 


224 


2 -Metnyipropyl 


3 -Metnoxypnenyi 


22b 


pentyi 


3 -Metnoxypnenyi 


22b 


3-Methylbutyl 


3 -Metnoxypnenyi 


22/ 


2 -Metnyipropyl 


4 -Metnoxypnenyi 


22b 


3-MetnyiDutyl 


4 -Metnoxypnenyi 


229 


pentyl 


2 -Metnoxypnenyi 


230 


3-Methylbutyl 


2 -Metnoxypnenyi 


231 


2 -Metnyipropyl 


3 -Fiuoro -4 -metnyipnenyi 


232 


Pentyl 


3 -Fiuoro- 4 - metnyipnenyi 


233 


3-Methylbutyl 


3 -Fiuoro- 4 -metnyipnenyi 


234 


3-Methylbutyl 


3 -Fiuoro-2 -metnyipnenyi 


23b 


2 -Metnyipropyl 


b - Fiuoro - 2 - metnyipnenyi 


236 


pentyl 


b- Fiuoro- 2 - metnyipnenyi 


237 


2 -Metnyipropyl 


3 -cnioro-4 -t luoropnenyi 


238 


pentyl 


3 -cmoro-4 -r luoropnenyi 


239 


3-Metnyuoutyi 


3 - cnioro - 4 - 1 luoropnenyi 


240 


3-Methylbutyl 


3,4, b-Trir luoropnenyi 


241 


3 -Metnyiroityi 


4 -Butyipnenyi 


242 


pentyl 


4-1 -propyipneny l 


243 


j-MecnyiDutyi 


4 -a- propyipneny i 


244 


Butyl 


4 -utnyitniopnenyl 


24b 


2 -Metnyipropyl 


4 - Etny i tniopnenyi 


24b 


3-Methylbutyl 


4-Etnyitniopnenyi 


247 


3 -Methylbutyl 


3 -cnioro- 4 -metnoxypnenyi 


248 


Butyl 


b-cmoro-2 - metnoxypnenyi 


249 


3 -Metnyioutyi 


5 - Fiuoro - 2 - metnyipnenyi 


2b0 


2 -Metnyipropyl 


2 -Fiuoro- 3 -metnyipnenyi 


251 


pentyl 


2 - fiuoro- 3 -metnyipnenyi 


2b2 


3 -Methylbutyl 


2 - fiuoro- 3 -metnyipnenyi 


253 


2 -Metnyipropyl 


3 - cnioropnenyi 


2b4 


pentyl 


3 - cnioropnenyi 


2bb 


3-Methylbutyl 


3 - cnioropnenyi 


256 


2 -Metnyipropyl 


4 - cnioropnenyi 


2S7 


3 -Metnyir>utyi 


4 -cnioropnenyi 


258 


3 -Metnyir>utyi 


2 - cnioropnenyi 


2b9 


3 -Metnymutyi 


3 , 4 -uir luoropnenyi 


260 


3 -MetnyiDutyi 


i, 2 -uir luoropnenyi 


261 


pentyl 


2 , b -di r luoropnenyi 


262 


3-Methylbutyl 


2, b-uir luoropnenyi 


263 


pentyi 


2, 4 -Jjit luoropnenyi 


264 


3-Methylbutyl 


2 , 4 -uir luoropnenyi 


2bb 


3-Methylbutyl 


4 - propyipneny l 


266 


pentyi 


i , 3 -aenzoaioxoi - b -yi 


267 


3-Metnyir>utyi 


i , 3 -Benzoaioxoi - b -yi 


2b8 


3-MetnyiDutyi 


4-Metnyitnio 
phenyl 


269 


3 -Metnyir>utyi 


3 - Fiuoro -4 - metnoxypnenyi 


270 


2 - Metnyipropyl 


4 - cnioro- 3 -metnyipnenyi 


271 


3-Methylbutyl 


4 -cnioro- 3 -metnyipnenyi 


272 


Butyl 


3 - cnioro - 4 - r luoropnenyi 
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Example 6 




For each compound, the definitions of R 2 and R 3 are specified 



in the following table. 



compou 
nd No. 


K 2 


* 3 


273 


2 -Metnyxpropyx 


2,4,6 -Trit xuoropnenyx 


274 


J -Metnyxrmtyx 


2,4,6- Trir xuoropnenyx 


275 


2 -Metnyxpropyx 


2,3,6- Tri t xuoropnenyx 


276 


pentyx 


2,3, 6 -Trxr xuoropnenyx 


277 


3-Methylbutyl 


2,3, 6 -Trxr xuoropnenyx 


278 


pentyx 


2 - cnxoro - 6 - 1 xuoropnenyx 


279 


3-Metnyxoutyx 


2 - cnxoro - 6 - r xuoropnenyx 


280 


pentyx 


2-FXuoro-6- 
trxr Xuorometnyxpnenyx 


zol 


'J .Mof- hvr 1 hnl-v 1 

3 "ncLuyj-UULyx 


2 — Fiuoro - 5"— 
t r i f luorome t hy lpheny 1 


282 


pentyx 


3 - Bromo - 4 - r xuoropnenyx 


283 


2 -Metnyxpropyx 


4 -Hexyxpnenyx 


284 


Butyx 


4 - pentoxypnenyx 


28b 


2 - Metnyxpropyx 


4 - pentoxypnenyx 


286 


Butyx 


2-*xuoro-3- 
t r i f luorome thy lpheny 1 


287 


2 -Metnyxpropyx 


'2-Fluqro-3- 
t r i f luorome thy lpheny 1 


288 


3 -MetnyxDutyl 


3 - Bromo- 4 - r xuoropnenyl 


289 


2 -Metnyxpropyx 


4 -heptyxpnenyx 


290 


Butyx 


3-xoaopnenyx 


291 


2 -Metnyxpropyx 


3-xoaopnenyl 


292 


pentyl 


3 - xoaopnenyl 


293 


3-Methylbutyl 


3-xoaopnenyl 


294 


Butyx 


4-xoaopnenyx 


29b 


2 -Metnyxpropyx 


4 - xoaopnenyx 


296 


2 -Metnyxpropyx 


4 - pentyxpneny x 


297 


3-Methylbutyl 


2-*'xuoro-3- 
t r i f luorome thy lpheny 1 


298 


Butyx 


3 - Bromo- 4 -metnyxpnenyx 


299 


2 -Metnyxpropyx 


3 -Bromo- 4 -metnyxpnenyx 


300 


pentyl 


3 - Bromo- 4 -metnyxpnenyx 


301 


3-Methylbutyl 


3 -Bromo -4 -metnyxpnenyx 
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302 


Butyl 


3 - Bromo- 4 - r luoropneny i 


' 303 


2 -Mecnyipropyi 


3 - bromo-4 - 1 luoropneny i 


304 


3 -Mecnyir>ucyi 


3 , 4-Dicnioropnenyi 


30b 


Butyl 


2 , 3 -uicmoropnenyi 


306 


2 -Mecnyipropyi 


2 , 3 -Dicnioropnenyi 


3 07 


3 -Mecnyir>ucyl 


2 , 3 - uicmoropnenyi 


308 


Butyl 


2 , 5 -Dicnioropnenyi 


309 


Butyl 


i-bromopnenyl 


310 


2 -Mecnyipropyi 


3 -Bromopnenyi 


311 


Fentyi 


3 -Bromopnenyi 


312 


3 -Methylbutyl 


3 -Bromopnenyi 


313 


Butyl 


4 -Bromopnenyi , 


314 


2 -Mecnyipropyi 


4 -Bromopnenyi 


31b 


3 -Methylbutyl 


4 -Bromopnenyi 


316 


Butyl 


2 -Bromopnenyi 


317 


Pentyl 


2 -Bromopnenyi 


318 


3 -metnyiDutyi 


2 - Bromopnenyi 


319 


Pentyl 


4 -Hexyipnenyl 


320 


2 -Mecnyipropyi 


4 -cmoro-2 -mecnoxypnenyi 


321 


2 -Mecnyipropyi 


2 , 5 -Dicnioropnenyi 


322 


pentyl 


2 , b- Dicnioropnenyi 


323 


3 -Methylbutyl 


2 , b-uicmoropnenyi 


324 


Butyl 


2 , 4 -Dicnioropnenyi 




2 -Metnyipropyi 


2 , 4 -Dicnioropnenyi 


326 


pentyl 


2 , 4 -Dicnioropnenyi 


327 


3 -Methylbutyl 


2 , 4 -Dicnioropnenyi 


328 


2 -Metnyipropyi 


2 , b -Dimecnoxypnenyi 


329 


pentyl 


2 , b -Dimecnoxypnenyi 


330 


3 -Methylbutyl 


2 , b- Dimecnoxypnenyi 


331 


2 -Mecnyipropyi 


2 , 4 -Dimecnoxypnenyi 


332 


3 -Mecnyittucyi 


2 , 4 -Dimecnoxypnenyi 


333 


Pentyl 


4 - cnioro- 2 -mecnoxypnenyi 


334 


3 -Mecnyimicyi 


4 -cnioro- 2 -mecnoxypnenyi 


33b 


butyl 


3 -rnr luoromecnyipnenyi 


33b 


2 -Mecnyipropyi 


3 -xrir luoromecnyipnenyi 


337 


pentyl 


3 - rnr luoromecnyipnenyi 


338 


3 -Methylbutyl 


3 - rri r luoromecnyipnenyi 


339 


2 -Mecnyipropyi 


4 - Tri r luoromecnyipnenyi 


340 


butyi 


2 -Tr it luoromecnyipnenyi 


341 


3 -MecnyiDucyi 


2 -Tnr luoromecnyipnenyi 


342 


Bucyi 


3 , 4 -Dicnioropnenyi 


343 


2 -Mecnyipropyi 


3 , 4 -Dicnioropnenyi 


344 


Butyl 


4-Mecnyicnio 
phenyl 


34b 


Butyl 


3 - cnioro- 4 - mecnoxypnenyi 


346 


2 -Mecnyipropyi 


3 -cnioro -4 -mecnoxypnenyi 


347 


3-Mechylbutyl 


3 - cnioro-4 - mecnoxypnenyi 


348 


Butyl 


b - cnioro - 2 - mecnoxypnenyi 


349 


2 -Mecnyipropyi 


b - cnioro - 2 - mecnoxypnenyi 


3b0 


Pentyl 


b- cnioro- 2 -mecnoxypnenyi 


351 


3 -Methylbutyl 


b - cnioro - 2 - mecnoxypnenyi 


3b2 


Butyl 


2 , b-Dit luoropneny i 


3b3 


2 -Mecnyipropyi 


2 , b-Dit luoropneny i 


3b4 


pencyi 


2 , b-Diriuoropnenyi 


3bb 


3 -Methylbutyl 


2 , b-Diriuoropnenyi 
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356 


Butyl 


2 , 4-uitiuoropnenyi 


ibV 


z -Metnylpropyl 


4 -Mecnyicnio 
phenyl 


358 


Butyl 


3 - Fiuoro- 4 - metnoxypneny i 


iby 


2 -Metnylpropyl 


3 - Fiuoro- 4 -mecnoxypnenyl 


360 


3 -Mecnyioucyi 


3 -Fiuoro -4 -mecnoxypnenyl 


ibl 


2 -Mecnyipropyi 


4 -cnioro- 3 -mecnyipnenyi 


362 


Bucyi 


3 -cnioro-4 -tiuoropnenyi 


363 


2 -Mecnyipropyi 


3 - cnioro - 4 - 1 luoropnenyi 


364 


pencyi 


3 -cnioro -4 - tiuoropnenyi 


36b 


3-MetnyiE>utyi 


3 -cnioro -4 - t luoropnenyi 


366 


2 -Mecnyipropyi 


4 -Ecnyicmopnenyi 


367 


Butyl 


2 , 5 -Dimecnoxypnenyi 


358 


Butyl 


2 - cnioropnenyi 


369 


2 -Mecnyipropyi 


2 , 4 -Dir luoropnenyi 


370 


pencyi 


2 , 4 -ui tiuoropnenyi 


371 


3 -MecnyiDucyi 


2 , 4 -di tiuoropnenyi 


372 


Butyl 


l, 3 -Benzoaioxoi-5-yi 


3 73 


2 -Mecnyipropyi 


l, 3-Benzoaioxoi-b-yi 


3 74 


pencyi 


l , 3 -Benzoaioxoi-b-yi 


375 


3-Mecnyioucyi 


l , 3 - Benzoaioxoi - 5 -y i 


376 


3-Mecnyimicyi 


3 -hiuoro-2 -mecnyipnenyi 


377 


Butyl 


5 - Fiuoro- 2 -mecnyipnenyi 


378 


2 -Mecnyipropyi 


5 - Fiuoro- 2 -mecnyipnenyi 


379 


pencyi 


5 - Fiuoro- 2 -mecnyipnenyi 


380 


3 - Mecny mucy l 


5 - Fiuoro - 2 -mecnyipnenyi 


381 


2 -Mecnyipropyi 


2 - cnioropnenyi 


382 


pencyi 


2 - cnioropnenyi 


383 


3-Mecnyinucyi 


2 - cnioropnenyi 


384 


Bucyi 


3 , 4 -di tiuoropnenyi 


38b 


2 -Mecnyipropyi 


3 , 4 -Di tiuoropnenyi 


386 


Pentyi 


3 , 4 -di tiuoropnenyi 


387 


3 -Mecnyir>ucyi 


3 , 4 -Dit luoropnenyi 


388 


Bucyi 


2 , 3 -uir luoropnenyi 


389 


2 -Mecnyipropyi 


2 , 3 -di tiuoropnenyi 


390 


Pentyi 


2 , 3 -di tiuoropnenyi 


391 


3-Methylbutyl 


2 , 3 -ij it luoropnenyi 


392 


2 -Mecnyipropyi 


4 - Mecnoxypnenyl 


393 


Butyl 


3 - cnioropnenyi 


394 


2 -Mecnyipropyi 


3 - cnioropnenyi 


395 


pencyi 


3 -cnioropnenyi 


396 


3-Methylbutyl 


3 - cnioropnenyi 


397 


Butyl 


4 -cnioropnenyi 


398 


2 -Metnylpropyl 


4 -cnioropnenyi 


399 


3-Mecnyinucyi 


4 -cnioropnenyi 


400 


Bucyi 


2 , 5 -Dimecnyipnenyi 


401 


2 -Mecnyipropyi 


2 , 5 -Dimecnyipnenyi 


402 


pencyi 


2 , 5 -Dimecnyipnenyi ; 


403 


3 -Mecnyioucyi 


2 , 5 -Dimecnyipnenyi 


404 


Butyl 


2 , 4 -Dimecnyipnenyi 


40b 


3 -MecnyiDucyi 


4 -Mecnoxypnenyl 


406 


Bucyi 


2 -Mecnoxypnenyl 


407 


2 -Mecnyipropyi 


2 -Mecnoxypnenyl 


408 


Pentyi 


2 -Mecnoxypnenyl 


4oy 


3-Methylbutyl 


2 -Mecnoxypnenyl 
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410 


Butyl 


3 - Fiuoro- 4 -metnyipnenyi 


411 


j - MetnviDroDvi 


3 - Fiuoiro- 4 -metiiyipiienyi 


412 


Pentyl 


3 - Fiuoiro - 4 -TnetnviDiienvi 


413 


3 - MethviGutvi 


3 - Fiuoiro - 4 - trie tiivl one nvl i 


414 


Butyl 


j - Fiuoiro- 2 -metniviDnenvi 


415 




3 - Fiuoiro - 2 -rnetlivlDlierivl 


415 


Butvi 

x_> 1*1 u y jl 


4 - FluoroDhenvl i 

x ^ Uw ju vk/iiwii y -A. 




V — Mot* hv 1 nrnnvr 11 


7 4 - r> imp t nviDiienvl 

a* / — i-» jLinti > — ¥ x yiiciiy -L 


ATS 
*± x o 


"5 -Mehhvl but- vl 


*7 4 - ni ttio r hvlDhenvl 


4 "I <3 
^ _i_ 


ouuyi 


3 - Me tlT^OXVTDlieriVl 

— f 11^ LllvAy Ulldl V X 


4 20 

Tt ^ \J 


^ - Mpt" h v l nynnv l 

liC Lily ±UL W k-/ y X. 







rcuuy x 


-J 1 IC. LllUAy k/llvlly X 


T ^ Z 


~l - Mo f hv 1 hi i f v 1 
j ric Liiy ijjuu y x 


j _Mpf hnYvnhpnv l 


*± ^ -5 


1 1- V 1 
DULy 1 


4 —Mot" tinYvnhPnv I 


4. 4 


- Mo t~ h v \ hnf v 1 


*i _ M0 1" h\/ I nhpnv I 
■j i ic i — _/ J-piACiiy x. 


*± z> 


DULy 1 


4 _Mot~ hv I nhpnv I 


■■■■ 4 T£ 

4 Z D 


^ ric uxxy xljx X 


A — Mo 1" h\/ I nhpnv I \ 




ft Z / 


Do Y~1 ^ 1 

rcIiLyi 


A — Mo t - hv I T*ihonv I 


4 R 


■2> — ric L, X Xy IJJULy 1 


4 —Mol~ hv I nhpnv i 

<L l iC L-Xljf XUllCllJr -L. 


ft ^ 27 


"J ~ Mot* hV 1 r^Y"AT^\/ I 

z ric CXiy X Lyx, vJLJy x 


4 — K I nnrnrihpnvl 


ft .5 u 


x^cil t-.y X 


4 _ u m i nnrnnhPTiv 1 
*± x; x uux uuiiciiy x 


"ATI 

ft J X 


,3 "ricLnyiDutyi 


4 — h* 1 i inT*nnhPfiv 1 i 

•x X7 X UUX UpUClly X 




ft o ^ 

1 


— , 

Dutyi 


^ "?-K 1 nr» mn h o n v 1 


ft J -5 


z "ricLnyipropyi 


y _ u 1 i iiny on h o n v I 
^ r x uux upiicuy x 


A1A 

ft j ft 


rcilLyi 


— u' I i inrnn hpnv i 




ft O D 


-3 -Mof- hv 1 hnf-v 1 
j ric LiiyiiJULy i 


r x lxv^x> vjpiiciiy x 


A "3 g 

ft JO 


Z ric L-Xiy X Lyx Lyy X 


A — u*r hv 1 r*) h on v 1 
^± x_j Liiy x^iici xy x 


AT7 

ft J / 


DULyi 


j ^_ni in f h v 1 t*% h o h v I 
j z *i uxuic Liiy x kyiic ny x 


ATP 

ft J O 


z - ne uny xpxopyx . 


"5 2i — ii i mo t" hv I nhpnv I 
j z ft uxnic Liiy xpiicuy x 


ft J y 


o ric L,uy xijuu y x 


"3 J - n l tnpf h v 1 nhpnv ! 
o / *± L/xuic Liiy xuiicny x 


yi >1 n 

ft ft U 


Dutyi 


"7 — Mo t~ hv 1 nhpnvT" 




ft ft X 


xrcxxi-y x 


—Mot* hv I nhonv 1 
nc Liiy xpiiciiy x 


ft ft ^ 


o — ric u.xxy iJJULy x 


y _Mpr Hv 1 nhpnv 1 

ric Liiy xkyiiciiy x 


■ ■ 

ft ft o 


TTn i- v i 

oucyi 


i _ k i nn Y*on h on v i 

_> XT X LXV_^ X UUllClly X 


AAA 
ft ft ft 


z — ric uxxy xpxropy x 


i . v I noT*onhonv 1 
—> r x uu x upiiciiy x 


/i /i k 
f* ft D 


renuyi 


~3 — w 1 | linTnnhPnv I 
~j c x uux vjL/iicny x 


ft ft D 


"3 .Mof h\7 1 hnfv 1 

j "i v icLnyxjjut.yx 


"3 — u' h i inTnnhpnv l 
— > xt xuux upnciiy x 


A AH 

fifi / 


outyi 


^ o h on v 1 


448 




Piienyi 


449 


pencyi 


pnenyi 


4S0 


3-MetnyiDucyi 


Phenyl 


4bl 


Butyl 


3 -Metnyipnenyi 


4b2 


2 -Mecnyipropyi 


3 -Metnyipnenyi 


4S3 


Pentyl 


3 -Metnyipnenyi 
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For each compound, the definitions of R 2 and R 3 are specified 
in the following table. 



cotnoou 
nd No . 


n 


^3 


454 


Allyl 


2 , 5 -Dicnxoropnenyx 


455 


Propyx 


2 b - DicHioroDnenvi i 


456 


Propyx 


2 4 - DicHioroDtienvi 


4 57 


propyx 


4 -pentviDHenvi 


458 


Allyl 




459 


propyx 


i-Bromopnenyi 


4 6 □ 

T V V 


Pronv 1 


4. — w "rnmnn h £*tt\/ \ 


461 

" U J. 


xr x. vJk</jr -i- 


"7 — 1 nrnrjhpnv 1 


462 


Mehhvl 




463 


Prnnv l 

XT J- wkJ jr JL 


Phpnv 1 

xr x i v^i x jr .x. 


464 


Mphhvl 


~2 — Mpf trv i nhPnv 1 — 

^ riC l^XlJr JL £S *■ X w A X Jr -X. 


465 


~^t> >- odvT 

* x. wky jr -i- 


3 - Met hviDiienvi 

* 1^ wXXJr XkVildijr JL 




■t x. Jr J- 




467 


P TTiT'YV/' 1 
XT v^J^ jr -I- 


-J 0 XV J» X. JL UUL wkylACiljr JL 


468 


Mehhvl 

l k^XXJr -1- 


2 - nit luoroDiienvi 


469 


propyx 


2 j - ui t luoroonenvi 


470 


Methyl 


v 5 - di 1 1 uoroDfienvl 

^ JLS ^ X- X> Vwll^l _X 


471 


Allyl 


2 5 -di r luoroDfienvi 


472 


!propyx 


2 , b-Ditiuoropnenyi - 


473 




2/4 - Di t luoropneny i — 


474 


Allyl 


l , 3 -Benzodioxoi - b -yx 


4 75 


proDvi 


x , 3 - Benzodioxoi - 5 -yx 


476 


Proovx 


4 -Metnyxtnxo 
phenyl 


477 


propyx 


4 - cnxoro- 3 -me tnyxpnenyx 


478 


propyx 


4 -Me tnyxpnenyx 


479 


propyx 


3 - Fxuoropnenyx 


480 


propyx 


4 -Fxuoropnenyx 


481 


Methyl 


2 - Fxuoropnenyx 


482 


Allyl 


2 - Fxuoropnenyx 


483 


propyx 


2 - Fxuoropnenyx 


484 


propyx 


3 , 4 -Dime tnyxpnenyx 


48b 


propyx 


3 - Fxuoro - 4 -me tnyxpnenyx 


486 


propyl 


2 - Fxuoro- 3 -metnyxpnenyx 


487 


Allyl 


3 -cnioropnenyi 


488 


propyx 


3 - cnxoropnenyx 


489 


propyx 


4 -cnioropnenyi 


490 


2 -Metnyxpropyx 


3 - cnxoro - 2 - tnienyi 


491 


pentyx 


3 - cnxoro - 2 - tnxenyl 


492 


3-Methylbutyl 


J - Chloro - 2 - 1 hxeny x 


493 


Butyl 


3 - iitnoxy- 2 - tnxenyx 
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494 


Pentyl 


3 -txnoxy-2 - tnienyi 


49b 


3 -Methylbutyl 


2 -MetnoxyDenzyi 


496 


3 -Methylbutyl 


2- u-Fiuoropnenyl) 
ethenyl 


497 


2-raetnyipropyi 


2- (2-cnioropnenyi; 
ethenyl 


498 


3 -Mecnyioutyi 


2- (^-cnioropnenyi) 
ethenyl 


499 


pencyi 


2-Fiuoro-fc- 
trif luoromethylphenyl 


500 


3 -Mecnyioucyi 


3 - Etnoxy- 2 - tnienyi 


501 


Butyl 


b - Metnyi tmo- 2 - tnienyi 


502 


z -roecnyipropyi 


b - wetnyit nio - 2 - tnienyi 


503 


3 -Methylbutyl 


5 - wecnyi tmo- 2 - tnienyi 


b04 


3 -MecnyiDucyi | 


4 -Fiuoropnenyl 


bOb 


3 -Metnyioucyi 


2 - tiuoropnenyi 


506 


3 -MecnyiDucyl 


3 -Metnoxypnenyi 


507 


J -Methylbutyl 


2, 3 , 5, 6-Tetratluoro pnenyi 


b08 


z -Mecnyipropyi 


2,4, b-Tnriuoro 
phenyl 


suy 


i-Methylbutyl 


2 , 4 , 6-Tntluoro 
phenyl 


blO 


bucyi 


2, 3,fc-Tn±luoro 
phenyl 


bll 


2-Metnyipropyi 


2,3, 6-Tri±luoro 
phenyl 


512 


3 -MecnyiDucyi 


2-Fluoro-i>- 
trif luoromethylphenyl 


blJ 


2 -roecnyipropyi 


2,4, b -Tricnioropnenyl 


bl4 


pencyi 


2 , b-uimetnyi-J -ruryi 


51b 


3 -Methylbutyl 


4 , b - jjimetnyi - 2 - ruryi 


bit 


Bucyi 


3 , 4 - uimetnyi - 2 - ruryi 


S17 


z -Mecnyipropyi 


3 , 4 -uimetnyi- 2 -ruryi 


blB 


Pencyi 


3 , 4 -jjimetnyi-2- ruryi 


biy 


3 -Methylbutyl 


3 , 4 -Dime tnyi - 2 - ruryi 


520 


Butyl 


4 -Metnoxy- 3 -tnienyi 


521 


3 -MecnyiDucyi 


4 -Metnoxy- 3 - tnienyi 


szz 


Butyl 


3 - cjnioro- 2 - tnienyi 


*Z3 


Aiiyi 


3 -sromo-4 -r luoropnenyi 


b24 


propyl 


3 - bromo-4 - r luoropnenyi 


52b 


Mecnyi 


3 - loaopnenyi 


S2i> 


Ecnyi 


3-ioaopnenyi 


527 


Aiiyi 


3 -loaopnenyi 


b2B 


propyl 


3-1 oaopneny l 


b^y 


propyl 


3 - Methyl - 2 - tnienyi 


SJO 


propyl 


3 - t'luoronenzyi 


531 


Pencyi 


2,3, fe-Tritluoro 
phenyl 


bJ2 


3 -MecnyiDucyi 


2 , 3 , b - ir i r luoro 


bJJ 


Bucyi 


2 - Chloro- b - r luoropnenyi 


b34 


2 -Mecnyipropyi 


2 - Chloro - €> - 1 luoropnenyi 


bJb 


pencyi 


2 - Chloro - b - r luoropnenyi 


b3fe 


3 -Methylbutyl 


2 - Chloro - b - r luoropnenyi 


bJV 


Bucyi 


2-b'iuoro-b- 
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li iixuuiuuicuiiy ikyiicuy i 


_____ 

_> .5 O 




cii± l_jx uucua y x 


zz> .5 y 


nc Liiy lpx upy x 


*± X w JL UiJCllL y X 


— — ca n 

O ft U 


ric uiiy xiju i_- y x 


*l v-iiiui ujjcii_iy x 


Dft X 


ouLyi 


z ^ j , d, o icLiaiiuoro pncnyx 


crzi ~J 

Dfi Z 


z — ricLnyipropyi 


_-,^>/0/O i ctxai luoro pnenyx 


Dft .3 


ireiiu y x 


4_.,o , , a* let. xrcxx xuoro pnenyi 


Dft ft 




j Liiiui vJ - ft - x xuorupnenyx 


Dft o 


rropyi 


-j Liixoru *t - x xuoropneny x 


Oft O 


Propyx 


ft - tsuLy xpneny x 


Oft / 


rropyi 


__» V_,ilXv_JXtJ ft UIG UIlCJ-^yLyXicIly X 


CI! /i D 




_> - Liixoro - — rue uxioxy^iieiiy x 


54 9 


propyx 


z> - Liiioro- _ - rne unoxy^iieiiy x 


c tr n 


propyx 


-5 , ft - jJxcnxOi opneriy ± 


j j1 


Jriopy X 


*± nzz.j^.y xpiiciiy x 


bb2 


wecnyx 


3 -Bromo-4 -metnyipnenyi 


bbJ 


Allyl 


3 -Bromo-4-metnyipnenyi 


b54 


propyl 


j -bromo-4 -metnyipnenyi 


bbb 


Methyl 


3 -Bromo-4 -t xuoropneny x 


5E>6 


Butyl 


_ -Metttoxyioenzyl 



Example 8 




5 For each compound, the definitions of R 2 and R 3 are specified 
in the following table. 



compound 
No. 


W 2 


K 3 


bb7 


propyx 


3 - cnxoropnenyx 


bb8 


propyl 


pnenyi 


bS9 


AJ.xyx 


_ - xuoropnenyx 


bbO 


propyx 


. - txuoropnenyi 


bfcl 


propyx 


3 -Fiuoro-4- 
me t hy lpheny 1 


bfe2 


wetnyx 


z, b-Dicnioropnenyi 


b63 


propyx 


2, b-Dicnioropnenyi 


bfc.4 


propyx 


4 - pentyxpnenyx 


bfeb 


propyx 


3 -Bromopnenyi 


bfe6 


propyx 


3 - we tnyx - 'Z - tnienyi 
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Compound No. 56 7: ( 5 - Chloro- 2 -methoxyphenyl ) -N- ( { 3 - [ { 2 - 
chlorophenyl ) methyl ] imidazolo [ 5 , 4 -b] pyridin- 2 -yl } methyl -N- 
pentylcarboxamide . 



5 Example 9 




For each compound, the definitions of R 2 and R 3 are specified 
in the following table. 



compound 
NO. 


^2 


3 


bob 


Methyl 


Fhenyx 


bby 


Methyl 


3 - cnioropnenyx 


370 


Butyj. 


z , b-Dimetnyipnenyi 


b'/l 


Butyl 


b - fiuoro-^ -metnyxpnenyx 


S72 


Butyl 


z, 3-Dimetnyipnenyi 


573 


propyl 


3 - Fxuoropnenyx 


S74 


Butyl 


3 -Metnyxpnenyl 


b/b 


Butyl 


4 - t'luoropnenyi 


b76 


Butyl 


3 -Metnoxypnenyx 


bVV 


Butyl 


z , b-uir ±uoropneny± 


b78 


Methyl 


z - Fxuoropneny x 


b79 


Butyl 


4 -Metnyxpnenyx 


bBO 


Butyi 


2 - f luoropne ny x 


b81 


Butyl 


4 -Metnoxypnenyi 


bS'2 


Butyl 


i-unioropnenyi 


bB3 


Methyl 


^ , b-uimetnyipnenyi 


bB4 


Butyl 


z -Metnyxpnenyx 


b85 


Butyl 


4 - Etny xpneny x 


bB6 


Butyl 


z-wet. noxypne ny x 


SB7 


Butyl 


3 - unioropneny x 


bBB 


propyl 


i - tuuoro - 4 -metnyipnenyi 


SB9 


Butyl 


3 - FXuoropnenyx 


byo 


Butyl 


3 , 4- Dime tny xpneny x 


S91 


Butyl 


3 -Fiuoro- 4 -metnyxpnenyx 


b32 


Butyl 


3,4-Dir xuoropneny x ( 


S93 


propyl 


z , 4 -uimetnoxypnenyi 


b94 


Methyl 


z , b-uicmoropnenyi 


b9b 


Butyl 


5 - cnxoro - z -metnoxypnenyi 


S96 


1 Butyl 


3 - Methyl - 2 - thxeny 1 
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597 


Butyl 


3 -MPtnv \ nhpnv 1 
»j i ic Liiy xpncuy x 


598 


Psnfcy 1 


i — u' j nnrnnhonv 1 


599 


Pencyl 


y *i - hi mpf hv l nhpnv I 
i — * i/xuicLiiy xuiiciiy i 


600 


pr*opy 1 


/ —> x/ x L-iixui uuJiiCiiy x. 


601 


But* Vl 


^ _ Mo t~ - . f hi onw I 
j ricLiiy i ^ uxixtsiiyx 


602 


•tr Cll l_ V -1. 


i _ Mo Y~ Y~i\r 1 nho*ri"t7 1 
~> Ciiy x Lyntrny x 


6 03 


Rl 1 1 


6 r xuuiupucny x 


604 


-t 1 1» y x 


O 1*JC L, I li_/Jvy£JI ItS Ily X 


605 


l lC Lily X 


j ox umupnc 


SOS 

u u u 


n n *- v j 
ouu y i. 


-3 ivjuupiiciiyx 


6 0 7 


0 La L- V X. 


*± r xuuiupiiciiy x 


SOB 

u u u 




y — tvip f h\r 1 nynnv i 
^- ricuiiy xuxuuy x 


*± i*itr L-iiy xpxiciiy x 




^ l^le L.iiy X IJX \-J£.jy X 


z ~ r x uoxoprieriy x 


ft 1 f 1 
O X W 


^ — Mo t~ M \7 1 r ? i> , *or , i\/ 1 


*t - i v ic t. nuxypneny i 


Oil 


lr X7t>pyX 


^ - oxoiuopfieriyx 


"SIT? 

D X 


"g 1 1 v 1 

r-iX iy X 


*± uc l. y xpneriy x 


OXJ 


niiH;'I " 

ouuyi 


fnenyx 


O Xfi 


renuyi 


z -irie unyxprieriyx 




Don t*i r 1 
rcliuyi 


Z - r xuoxoprieilyx 


STK 1 

DID 


outyi 


z -lMet-xioxyprienyx 


O X / 


— a n i-v1 — 

DUtyi 


-5 Lnioro-4 -lueunoxypnenyx 


ft ~l H 
O X O 


rxopyi 


ft -uccyipnenyi 


D X -7 


rcntyi 


rTienyx 


srn 


outyi 


o — r xu.oi7oprieriy x 


zm 

O .Z X 


z -irie unyxpxopyx 


j , ft -L/xitietinyxpnenyx 


ft 

o ^ ^ 


rcULyl 


z - we uiioxyprieiiyx 


O ^ .3 


TJi i ^ *\r 1 

.ouuyx 


j> - r luoro- ft -uie tnyipnenyi 


ft A 
O ^ ft 




.... . n.,i... 1 


z - r xuoiro- j -niecnyipnenyi 





z ~ i v ic l ny ip r opy i 


ft Liii orop n eiiy x 


O Z D 


a -ixie Lnyipropyi 


z t j -uxx luoropnenyi 


ft* *5 "7 


z "rieunyipropyx 


x , j Dcnzouioxoi - o - yx 


628 


z -Mecnyxpropyx 


i -cnioro-4 -metnoxypnenyi 


— m 


z -Meuriyxpiropyx 


3 - Fxuoiro- 4 -metnyxpiienyi 


g: '3 n 


rentyi 


z - r XU03TO- j -inecnyxpnenyx 


Oil 


n *» » [ 

rencyi 


2 - cxixoropneny x 




feiiuyx 


z , j -Dinuoropnenyi 


ft "3 "3 



oucyx 


4 -weLnyicnio 
pnenyx 


D J ft 


a - ine L ny xpr opy i 


j ~ L-nxoivo - ft -lueLiioxypnenyi 


O O 3 


Hi 1 1~ *i/ 1 

ouLyi 


d — r luoro* z -lue uxiyxprieriyx 


SIS 

D ~J D 


Dutyj. 


j — v^iixoxopxieiiyx 


ST7 


Duuyx 


-5 , ^ 'Uiiiuoxupiicnyi 


S7 H 

D O O 


"Ri i t* \r \ 


z» , j uxiiuuiupiicnyx 


O ~> J> 


Ri irv 1 
Dutyi 


J LillUI w ft X 1UUI CJpildly X 


v ^ u 


Rllf \7" 1 
OuUYii 


^ — n i /™\iF* m r^ " j _ ma ^ h **""\ v\ /T"\ hi k 

3 L.HXUI ^ mt*; L-XiQJvty kjxitriiy x 


S41 " 


"7 — Mot" hivr 1 T"iY"OTYV/' 1 
^ nc Liiy xpxvju/y x 


~j r x uux vj a uics L.ny x Lyiidiy x 


642 


— MO t" Fl\7 1 T~VT"OT"*i\7"T~ 


3 ciixui upiiciiy x 


w " O 


*2 _ Mo T" h \ t°\~y~ c\x~\\r \ 
ncLuy xpiupy x 


o / ft ux i x uui upiiciiy x 


S44 


Upn f \/ 1 
rciiL y x> 


j - jjxi xuuiupnciiy i 


645 


V - MGtflVlDrODVl 




646 


2 -Mecnyipropyi 


b-cmoro-^ -metnoxypnenyx 


647 


Pentyl 


b - t'luoro- z -mecnyxpnenyx 


648 


Pentyl 


6 -cjnxoropnenyi 


649 


Uutyl 


^ , i-Diriuoropnenyi 


650 


^ -raecnyxpropyx 


z , 4 - di r luoropnenyi 
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bbl 


Butyl i 


3 - cnioro - 4 -me tnoxypnenyi 


bb2 


pentyi 


b - cnioro- 2 -me tnoxypnenyi 


bb3 


3 -Metnyioutyi 


b - cnioro - 2 -me tnoxypnenyi 


bb4 


J -Metnyioutyi 


2, b-uicnioropnenyi 


bbb 


2 -Metnyipropyi 


4 -Bromopnenyi 


bbb 


Butyl 


2-Tnienyi 


bb / 


3 -Metnyirmtyi 


3 -Tnienyi 


bbb 


2 -Metnyipropyi 


3 -Metnyi -2 -tnienyi 


bby 


j -Metnyioutyi 


3 -Trit luorometnyipnenyi 


bbU 


butyl 


3 - Bromopnenyi 


bbl 


3 -Metnyioutyi 


2 - Bromopnenyi 


bb2 


pentyi 


2 -Tnienyi 


bb J 


Butyl 


b -Metnyi - 2 - tnienyi 


564 


3 -Metnyioutyi 


3 - Methyl - 2 - thienyl 


66b 


2 -Metnyipropyi 


3 , 4 -Dicnioropnenyi 


bbb 


2 -Metnyipropyi 


3 -Bromopnenyi 


bbV 


3 -Metnyirmtyi 


3 -Bromo - 4 - r luoropnenyi 


bbb 


3 -Metnyimityi 


2 -Thienyl 


bby 


pentyi 


b - Me thyl - 2 - thienyl 


670 


Butyl 


3 - Fiuoropneny i 


671 


Butyl 


2 , b -Dicnioropnenyi 


672 


pentyi 


3 - Bromopnenyi 


673 


pentyi 


3-ioaopnenyi 


b/4 


Hutyi 


3 -Tnienyi 


b'/b 


3 -Metnyioutyi 


b - Metnyi - 2 - tnienyi 


676 


3-MetnyiDutyi 


3 - Fiuoropnenyi 


677 


pentyi 


2 , b -Dicnioropnenyi 


67b 


3 -Metnyioutyi 


3 -Bromopnenyi 


679 


3-Methylbutyl 


3-ioaopnenyi 


680 


pentyi 


3 -Tnienyi 


bbl 


Butyl 


3 -Metnyi -2 -tnienyi 


682 


2 -Metnyipropyi 


2 - cnioropnenyj. 


bib 


2 -Metnyipropyi 


3 , b-Dir luoropnenyi 


bib 


3-Methylbutyl 


3 , b-Dir luoropnenyi 


817 


Butyl 


3 , b-Dir luoropnenyi 


2238 


Benzyl 


3 - Fiuoropneny i 


2242 


Benzyl 


2 - Fiuoropneny i 


22SJ 


Benzyl 


2 - Me tnoxypnenyi 


22S7 


Benzyl 


b - Fiuoro - 2 -metny ipneny i 


2260 


Benzyl 


3 - cnioropneny i 


2268 


Benzyl 


2 , 3 -Dir luoropnenyi 


2271 


Benzyl 


2 , b-Dir luoropnenyi 
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Example 10 




For each compound, the definitions of R 2 and R 3 are specified 
5 in the following table. 



compound 
NO. 


K 2 


*3 


68 3 


Aiiyi 


3 - Fiuoropnenyi 


684 


Aiiyi 


3 , 4-Diriuoropnenyi 


68b 


propyl 


l, 3 -senzoaioxoi-b-yi 


686 


Aiiyi 


b - unioro - 2 - metnoxypnenyi 


687 


propyl 


3-Metnyi-2- inienyi 


688 


propyl 


i-Fluoro-4 -metnyipnenyj. 


68^ 


propyl 


3 - Fiuoropnenyi 


690 


propyl 


3 , 4 - di r luoropneny i 


691 


Ally! 


3 -cnioro-4 - r luoropnenyi 


692 


propyl 


b-cnioro- 2 -metnoxypnenyi 


693 


Aiiyi 


pnenyi 


6 94 


Aiiyi 


b - Fiuoro- 2 -metnyipnenyi 


69b 


propyl 


4 - Fiuoropnenyi 


6 96 


Aiiyi 


2 , d - u i i luo r opneny i 


697 


propyl 


3 - cnioro-4 - r luoropnenyi 


698 


Methyl 


2 , b-Dicmoropnenyi 


699 


propyl 


pnenyi 


700 


propyl 


b - Fiuoro- 2 -metnyipnenyi 


701 


Allyl 


2 - Fiuoropnenyi 


7 02 


propyl 


2 , b-Dir luoropnenyi 


703 


Methyl 


b - cnioro - 2 -metnoxypnenyi 


704 


Allyl 


2 , b-uicnioropnenyi 


70b 


Allyl 


3 -Metnyipnenyi 


706 


Allyl 


3 - cnioropnenyi 


707 


propyl 


2 - Fiuoropnenyi 


708 


Aiiyi 


l, 3 -Benzoaioxoi-b-yl 


709 


fcxnyi 


b - cnioro- 2 -metnoxypnenyi 


710 


propyl 


2, b-uicnioropnenyl 


711 


propyl 


3 -Metnyipnenyi 


712 


propyl 


3 - cnioropnenyi 


713 


Propyl 


4-Metnyitmo 
phenyl 


714 


propyl 


3 - loao- 4 -metnyipnenyi 


887 


Propyl 


2,3, 6 -Trir luoropnenyi 


2306 


3-Methylbutyl 


2,3, 6 -Trir luoropnenyi 


2347 


3 -Metnyinutyi 


3 - ( 2 - 1 , 2 , 3 , 4 -Teteranyaro 



49 



BNSDOCID. <WO 0059905A1_L> 



WO 00/59905 PCT/US00/08610 







isoquinoiinyi 
methyl ) 
phenyl 


2348 


3-MecnyiDutyl 


3- iDietnyiammo 
methyl ) phenyl 


2349 


3-Met:nyiDutyi 


3- (Hexyimetnyj. 

amino 
methyl ) phenyl 


23bl 


3-Methylbutyl 


J - luitiutyiamino 
methyl ) phenyl 


2364 


3-Methylbutyl 


3- l ii-metnyietnyi) 
methylamino 
me thy 1 ] phenyl 


23bb 


3 -MetnyiDutyi 


3 - (cycionexyj. 

ethylamino 
methyl ) phenyl 


2367 


3-Methylbutyi 


3- [Dis ( 2 -Metnoxyetnyi ) 
aminomethyl ] 
phenyl 


2369 


3 -jyiennymutyj. 


3- L 13, 3, b-Trxmethy±aza 
perhydroepinyl) methyl] phenyl 



5 Example 11 




For each compound, the definitions of R 2 and R 3 are specified 



in the following table. 



compound 
No. 


*2 


R 3 


71b 


Methyl 


3 - tuuoropnenyi 


71b 


Methyl 


t> - tiuoro - 2 - me t nyipneny i 


717 


Mecnyi 


3 - umoropneny i 


718 


Methyl 


b - unioro - 2 -metnoxypnenyi 


839 


2 -Metnyipropyi 


2,3, b-xrinuoropnenyi 


84U 


pentyi 


2,3, 6-Tritiuoropnenyx 


841 


3-Methylbutyi 


2 , j , b -rrir luoropnenyi 


938 


Butyl 


pnenyi 


339 


2-Metnyipropyi 


pnenyi 


940 


Fentyl 


pnenyi 


941 


3-Methylbutyi 


pnenyi 


942 


Butyl 


3 -Metnyipnenyi 
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94J 


2 -Metnyipropyl 


3 -Metnyipnenyi 


944 


3 -MetnyiDutyi 


3 -Metnyipnenyi 


94b 


2 -Metnyipropyl 


4 -Metnyipnenyi 


946 


Butyl 


3 - tiuoropnenyi 


94 7 


pentyi 


3 - Fiuoropnenyi 


948 


3-Methylbutyl 


3 - Fluorophenyl 


949 


3-Methylbutyl 


4 - tiuoropnenyi 


9b0 


Butyl 


2 - Fiuoropnenyi 


9bl 


2 -Metnyipropyl 


2 - Fiuoropnenyi 


9b2 


pentyi 


2 - biuoropneny i 


ybi 


3-Methylbutyl 


2 - Fiuoropneny i 


9S4 


2 - Metnyipropyl 


3 , 4 -Dimetnyipnenyi 


1002 


Butyl 


2 - unioropneny 1 


1003 


Pentyi 


2 - cnioropneny 1 


1004 


3-Methylbutyl 


2 - cnioropnenyi 


1005 


Butyl 


3 , 4 -Dir luoropnenyi 


1006 


2 - Dae tnyip ropy l 


3 , 4 -Dir luoropnenyi 


xoov 


Pentyi 


3 , 4 -Dir luoropnenyi 


1008 


3-Methylbutyl 


3 , 4 -Dir luoropnenyi 


1009 


Butyl 


2 , 3 -Dir luoropnenyi 


1010 


2 -Metnyipropyl 


2, j -Dir luoropnenyi 


1011 


Pentyi 


2 , 3 -Dir luoropnenyi 


1012 


3-Methylbutyl 


2, 3- Dir luoropnenyi 


1013 


Butyl 


2, b- Dir luoropnenyi 


1014 


2 -Metnyipropyl 


2, b- Dir luoropnenyi 


1015 


pentyi 


2 , b- Dir luoropnenyi 


1016 


3-Methylbutyl 


2 , b- Dir luoropnenyi 


1017 


Butyl 


2, 4 -Dir luoropnenyi 


1018 


2 -Metnyipropyl 


2, 4 -Dir luoropnenyi 


loiy 


3 -MetnyiDutyi 


2 , 4 - di r luoropnenyi 


1020 


2 -Metnyipropyl 


3 - utnoxypnenyi 


1021 


Butyl 


l, 3-Benzoaioxoi-b-yi 


1022 


2 -Metnyipropyl 


i, j-aenzoaioxoi-b-yi 


1023 


3 -MetnyiDutyi 


i, 3-Benzoaioxoi-b-yi 


1024 


2 -Metnyipropyl 


4-Metnyitnio 
phenyl 


102b 


3 -MetnyiDutyi 


4-Methyitnio 
phenyl 


1026 


2 -Metnyipropyl 


3 - Fiuoro-4 -metnoxypnenyi 


1027 


3-Methylbutyl 


3 - tiuoro- 4 -metnoxypnenyi 


1028 


2 -Metnyipropyl 


4-cnioro-i -metnyipnenyi 


1029 


Butyl 


i-unioro-4-r luoropnenyi 


1030 


2 -Metnyipropyl 


3 - cnioro - 4 - r luoropnenyi 


1031 i 


pentyi 


3 - cjnioro - 4 - r luoropnenyi | 


1032 


3 -MetnyiDutyi 


3 - cnioro - 4 - r luoropnenyi 


1033 


2 -Metnyipropyl 


3 , 4 , b-Trir luoropnenyi 


1034 


3-Methylbutyl 


3,4, b- r mr luoropnenyi 


103b 


2 -Metnyipropyl 


4 -Butyipnenyl 


1036 


2 -Metnyipropyl 


4 - Etnyitmopnenyl 


1109 


eye 1 op ropy 1 
methyl 


pnenyi 


1110 


eye l op ropy l 
Methyl 


3 -Metnyipnenyi 


1111 


cyciopropyi 
Methyl 


4 -Metnyipnenyi 
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1 J. ±z 


Lyciopropyi 
Methyl 


j - r luoropnenyi 




Lyciopr opyi 
Methyl 


2 - r luoropnenyi 




1 _L 1ft 


v-yciopropyi 
Methyl 


3 - ixie unoxypnenyi 


lllo 


eye lop ropy 1 
Methyl 


3 - Fluoro- 4 -me tnyipnenyl 


lllo 


cyciopropyi 
methyl 


b - Fluoro- 2 -me tiiylpnenyl 


Hi U 


Cyciopropyi 
Mecnyi 


b - cnioro- 2 -metnoxypnenyi 


11 3 X 


cyciopropyi 

ncLfiyJ. 


2 , b -Dicnxoropnenyi 


T 1 *3 1 


eye l op ropy l 


3 - d rouiopne ny i 


n T n 

11 j j 


j - l v lc Lily 1IJU.U y 1 


d - Liiiuio - z - me unoxypnenyi 


~~\ ~l ~~2 A 


ouuyi 


2 , _> jJicnioropnenyi 


11JD 


z - fie tfiyipropyi 


z , o - uicnioiopneny i 


IIjO 


renuyi 


, D'Uicnioropncnyi 


11J / 


o - ine uiiyi jDiiuyi 


z / d - jjicnioropnenyi 


113 8 


2 - ixieuny lpropy i 


z # 4 - jjicnioropricnyi 


IIjj 


2 - i v ieunyipropyi 


ft reiiLyipnenyi 


1140 


butyl 


3 -Bromopnenyi 


114 1 


2 -Metnyipropyi 


3 - Broiuopneny l 


1142 


pentyi 


3 -bromopnenyi 


1143 


3 -MetnyiJDutyl 


3 -Bromopnenyi 


1144 


2 -Metnyipropyi 


4 -bromopnenyi 


12bfe 


cyciopropyi 
Metnyl 


3 / 4 -Dit luoropnenyi 


12 b 7 


cyciopropyi 
Metnyl 


2 , 4 -Dir luoropnenyi 


1258 


Propyl 


i , 3 -benzodioxoi - b -yi 




cyciopropyi 
Metnyl 


i # 3 -Benzodioxoi - b -yi 


12 oU 


eye l op ropy i 
wetnyi 


3 - cnioro- 4 - r luoropnenyi 


1 TCI 


j -lncunyiDuuyi 


o - luQu — ft "lucLnyipiienyi 


izo 2 


.5 — Mecnyixyuuyx 


z l iiieriy i 


12 o 3 


o — rie uny ii>uc.y i 


o — xmenyx 


lzb4 


z - i v ic l ny i p r upy i 


^ i*ie u-xijr a ^ Liiiciiyi. 


lz D J 


rclltyi 


d irie Liiy i ^ Liiiciiyi 


12 O O 


o — jxieuny iDULyi 


d — i*icLnyi tiiiciiyi 


1ZD / 


"i .Mof hvr 1 Hi i f - \>~1 


o r i uui ujjcii^ y x 


1^ *± O 


weunyi 


z , 3 uiiiuvjiupiiciiyi 


1 AAQ 

1ft ffc ^ 


rictnyi 


z / d "UiLiiiui vjpiieiiy i 




F 1 —TVTaI- htf i r"*n if T r 1 

j — netny iDutyi 


D DX UlIIU — Z — LillCXiy 1 




Dcnzyi 


o c i uux vJkJiitriiy j. 


u "3 


ocnzyi 


4& X" i UvJ-L u> uyiiciiy x 


2245"" 


Benzvl 


3 4 -DimetHvlDiienvl 


22S1 


benzyl 


3 - Me t noxypne ny i 


22S4 


benzyl 


2 -ivietnoxypnenyi 


22b8 


benzyl 


b - Fluoro- 2 -metnyipneny i 




benzyl 


3 - cnioropneny i 


2266 


benzyl 


3 , 4 -uit luoropnenyi 
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2 2 fo y 


Benzyl 


2 , 3 -uii luoropnenyi 


22 12 


oenzyi 


2, b - di i luoropnenyi 


TTOI 

2 2 o -L 


oenzyi 


5 - cnioro- 2 -me tinoxypnenyi 


22o? 


Benzyl 


2 , o - uicnioropnenyi 


2292 


aenzyi 


3 - Bromopneny l 


22 95 


Benzyl 


2 - Bromopneny i 


2298 


Benzyl 


3-ioaopnenyi 


23 02 


Benzyl 


2 , b - Dimetnyipyrroi - i -yi 


230b 


Benzyl 


3-Mecnyioutyi 


2320 


3-Metnyimityi 


3- (Metnyiamino 
methyl ) phenyl 


2321 


3-Metnyi£>utyi 


3 - ( Etttyl amino 
methyl) phenyl 


2322 


3-MetnyiJDutyl 


3- (cyciomityi 

amino 
methyl ) phenyl 


2323 


3-Metnyioutyi 


3- i { l-Metnyipropyi) 
amino 
methyl] phenyl 


2324 


3 -Metnyimityi 


3- icyciopentyi 

amino 
methyl ) phenyl 


2350 


3 -MetnyiJDutyi 


3- iUiDucyiammo 
methyl ) phenyl 


23bb 


3 -Metnymutyi 


3- [JDis { ^-Mecnoxyecnyi ; 
aminomethyl] 
phenyl 


2368 


3 -Met.nyit>utyi 


3- I (3,3, b-Trimetnyiaza 
perhydroepinyl ) methyl] phenyl 


2391 


Mecnyi 


2 , b-uir luoropnenyi 



Example 12 



5 




For each compound, the definitions of R 2 and R 3 are specified 
in the following table. 



compound no. 


R 2 


K 3 


719 


propyl 


3 - Fiuoropnenyl 


720 


propyl 


i , 3 -benzoaioxoi-b-yi 


721 


propyl 


b - Fiuoro- 2 -metnyipnenyi 
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722 Allyl 


2 - r luoropnenyi 


72 3 Propyl 


3 - Laioro - 4 - 1 luoropnenyi 


724 propyl 


3 - Lnioropnenyi 


72b = 


Propyl 


2 - Fluoropnenyl 


72 6 


Allyl 


b - cnioro- 2 -metnoxypnenyi 


121 


Allyl 


3 - cnioropnenyl 


72b 


Metnyi 


3 - Fluoropnenyl 


729 


Metnyi 


2 , 5 -Dit luoropnenyi 


7 JO 


Propyl 


pnenyi 


731 


propyl 


3 - cnioropnenyl 


732 


Allyl 


3 - Fluoropnenyl 


733 


propyl 


2 , b-Dit luoropnenyi 


734 


propyl 


3 - Fluoro- 4 -metnyipnenyi 


735 


propyl 


4 -Metnyitmo 
phenyl 


73b 


3 -MetnyiDutyi 


3 - Fluoropnenyl 


73 7 


2 -Metnyipropyi 


2 - Fluoropnenyl 


738 


Butyl 


3 , 4 -Dir luoropnenyi 


739 


2 -Methylpropyl 


2, b - Di t luoropnenyi 


740 


3-Metnylbutyl 


l, 3-Benzoaioxoi-b-yi 


741 


Butyl 


4 - Fluoropnenyl 


742 


pentyi 


2 - Fluoropnenyl 


743 


2 - Me c ny 1 p ropy i 


3 , 4 -Dit luoropnenyi 


744 


pentyi 


2 , b -Dit luoropnenyi 


745 


Butyl 


3 - cnioro- 4 - 1 luoropnenyi 


746 


Butyl 


3 -Fluoropnenyl 


74 7 


2 -Metnyipropyi 


4 - Fluoropnenyl 


748 


i-Metnyioutyi 


2 - Fluoropnenyl 


74 9 


pentyi 


3,4-Dit luoropnenyi 


7b0 


3 -MetnyiDutyj. 


2, b - d i r luoropnenyi 


751 


2 -Metnyipropyi 


3 - cnioro- 4 - t luoropnenyi 


7S2 


2 -Metnyipropyi 


3 - Fluoropnenyl 


7b3 


3 -Metnymutyi 


4 - Fluoropnenyl 


754 


2 -Metnyipropyi 


2 , b -Dimetnyipnenyl 


755 


3 -MetnyiDutyi 


3 , 4 -Dit luoropnenyi 


756 


Butyl 


l , 3 -Benzoaioxoi-b-yi 


757 


pentyi 


3 -cnioro- 4 - 1 luoropnenyi 


758 


pentyi 


3 -Fluoropnenyl 


7b9 


Butyi 


2 - Fluoropnenyl 


760 


3 -Metnyioutyi 


2 , b -Dimetnyipnenyl 


761 


eutyi 


2 # b -Dit luoropnenyi 


762 


2 -Metnyipropyi 


l, 3 -Benzociioxoi - b-yi 


763 


3 -MetnyiDutyi 


3 -cnioro -4 - t luoropnenyi 


7 64 


Butyl 


b -cnioro- 2 -metnoxypnenyi 


76b 


2 -Metnyipropyi 


2 , b -Di cnioropnenyl 


766 


pentyi 


b -Metnyl - 2 - tnienyi 


76/ 


3 -MetnyiDutyi 


pnenyi 


768 


2 - Metnyipropyi 


2 -Metnyipnenyi 


769 


3 -MetnyiDutyi 


b - Fluoro- 2 -metnyipnenyi 


77 0 


2 -Metnyipropyi 


d - LniuiO ^ me l uoxypnc ny 1 


771 


Pentyi 


2, b-Dicmoropnenyi 


7 72 


3 -MetnyiDutyi 


b - Metnyi - 2 - tnieny 1 


773 


Butyl 


3 -Metnyipnenyi 


774 


3-Methylbutyl 


2 - Metnyipnenyi 


77b 


Butyl 


3 - cnioropnenyl 
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7/6 


pencyi 


b - cnioro- z -mecnoxypnenyi 


7 -y y 


3 -Metnyioutyi 


2 , b-uicnioropnenyi 


77 y 


Bucyi 


Phenyl 


/ /y 


2 -Mecnyipropyi 


3 -Mecnyipnenyi 


7au 


2 -Mecnyipropyi 


3 -Fiuoro-4 -mecnyipnenyi 


781 


z - Me cny lpr opy l 


3 -cnioropnenyl 


782 


3-Methylbutyl 


5 - cn i o r o - z - me c noxypneny i 


783 


Butyl 


b - Mecnyi - z - cnienyi 


784 


z - Me cny lpropy i 


pnenyi 


! 785 


Pencyi 


3 -Metnyipnenyi 


786 


3-Methylbutyl 


3 -Fiuoro- 4 -mecnyipnenyi 


78 7 


pencyi 


3 -cnioropnenyl 


78b 


Bucyi 


2 , b-uicnioropnenyi 


789 


z - we c ny i p ropy i 


b - Methyl - 2 - thienyl 


790 


pencyi 


pnenyi 


791 


3-Methylbutyl 


3 -Mecnyipnenyi 


792 


pencyi 


b - tiuoro-2 -mecnyipnenyi 


793 


3-Methylbutyl 


3 - cnioropnenyl 


7 94 


z -Mecnyipropyi 


4-Mecnyicnio 
phenyl 


79b 


2 -Mecnyipropyi 


3 -Fluoro- 4 -mecnoxypnenyi 


796 


3 -MecnyiDucyi 


3 - Fluor o- 4 -mecnoxypnenyi 


797 


z -Mecnyipropyi 


2,4, e> - Trir luoropnenyi 


798 


Butyl 


2 , 3 , b - rr i r luor opneny i • 


799 


z -Mecnyipropyi 


2,3, b -Trir luoropnenyi 


88b 


Methyl 


2,3, b -Trir luoropnenyi 


886 


propyl 


2,3, b -Trir luoropnenyi 


933 


propyl 


pnenyi 


934 


propyl 


3 - F luoropnenyi 


93b 


propyl 


4 - Fiuoropnenyi 


93b 


Allyl 


2 - Fiuoropnenyi 


93 7 


propyl 


2 - *■ luoropnenyi 


10 3 7 


Bucyi 


3 - cnioropnenyl 


103b 


z -Mecnyipropyi 


3 - cnioropnenyl 


1039 


pencyi 


3 - cnioropnenyl 


1040 


3 -Mecnyimicyi 


3 -cnioropnenyl 


1041 


Bucyi 


3 , 4 - uit luoropnenyi 


1042 


z -Mecnyipropyi 


3 , 4 - ui r luoropnenyi 


1043 


pencyi 


3 , 4 -uir luoropnenyi 


1044 


3 -Mecnyimicyi 


3 , 4 -uir luoropnenyi 


104b 


Bucyi 


2 , 3 -uir luoropnenyi 


1046 


z -Mecnyipropyi 


2 , 3 -uir luoropnenyi 


1047 


Pentyl 


2 , 3 -uir luoropnenyi 


1048 


3 -MecnyiJDucyi 


2 , 3 -uit luoropnenyi 


1049 


Butyl 


2 , b -uir luoropnenyi 


lObO 


z -Mecnyipropyi 


2, b-Dir luoropnenyi 


lObl 


pencyi 


2 , b- uir luoropnenyi 


10b2 


3-Methylbutyl 


2 , b- uir luoropnenyi 


10b3 


Butyl 


2 , 4 -uir luoropnenyi 


10b4 


z -Mecnyipropyi 


2 , 4 -uir luoropnenyi 


lObb 


pencyi 


2 , 4 -uir luoropnenyi 


10b6 


3 -Mecnyioucyi 


2 , 4 -uir luoropnenyi 


10b7 


z -Mecnyipropyi 


4 - propyipnenyi 


10b8 


z -Mecnyipropyi 


^ 4 - hxnoxypneny l 


10b9 


Butyl 


l, 3-aenzoaioxoi-b-yi 



55 



BNSDOCID: <WO 0059905A1 J_> 



WO 00/59905 PCT/US00/08610 



1060 


2 - Me t ny ip r opy l 


i f 3-benzoaioxoi-b-yi 


lUOl 


renuyi 


~i t _ U a n rr r~\ f~i ~i /^\~v r~~\ I t» t / 1 

X , J - DcnZOUlUAUl D y ± 


1UOZ 


3 - Me Lfly 1J3U.U y 1 


i # j -Denzouioxoi - d yi 


rn zt"3 

lUDJ 


xsucyi 


- rieLnyiocnio 
pnciiyx 




- i v ie cny ipr opy i 


^4 -ricLnyiOLiiio 
puciiy x 


i n ft ^ 


rinh -m 

ouLyx 


o — r luuiu i —uits L.iicj«/ty tyxitriiy x 


lUDD 


^ - ric unyipropyi 


j — x* lUuio *± ulcLiioxypiiciiyi 


1UD / 


-3 -ricLnyiDutyi 


"i _ U I 1 _ /I mo t~ hr\v\m hon\; 1 

-5 r* luoiu fx mcLnoxypiicnyi. 


1UDO 


^£ — i v ie cny ip ropy i 


*t Liiioru j — nitr l. iiy x kJiieiiy x 


~i n c. q 


-5 - i v ie cny iJjuuy i 


ft Linux vj j mc uiiy x kyxitriiy x 


1 n*7n 


rJUUyi 


j - Liiioro *i x luorupnenyi 




1 U / 1 


2 - we tnyipropyi 


^ - Luioro - *± - x luoropnenyi 


±U / Z 


renuyi 


o - Lnioro - ft — x luoxopnenyi 


T n *7 *3 


3 - MeCnyiDUCyi 


j - Lfiioro - ft — x luoropxiciiyi 


— I f*T*7~7T 

1U /4 


z -Me cny ip ropy i 


-> , 4 / d — iriiiuoropnenyi 




3 - Mecny loucy l 


-5 / 4 / d - i riiiuoroprienyi 


ID / D 


' J TV/1 ^ H» < r 1 r 1 

2 - Mecny ipropy 1 


4 - DLnyitmopncnyi 


107 / 


3 -MetnyiDULyi 


z , j , b-irix luoropnenyi 


10 78 


Aiiyi 


d - Lnioro - z -mcLnoxypnenyi 


iu / y 


propyl 


d - Lnioro — z — me L.noxrypxienyx 


108 0 


xrJTOpyi 


o - iriiiuoroinecnyipnenyi 


108 1 


Aiiyi 


2, b -uicnioropnenyi 


lUoJ 


propyl 


2, d - uicnioropnenyi 


lOoj 


Me cny i 


j -oroniopnenyi 


1084 


Allyl 


3 -Bromopnenyi 


108b 


propyl 


3 -Bromo-4 - £ luoropnenyi 


108b 


Mecnyi 


j - loaopnenyi 


108 7 


Allyl 


3 - ioaophenyl 


1088 


propyl 


j - loaopnenyi 


1089 


2-Metnoxy 

_ j_ l_ _t 

ethyl 


2, b-Dit luoropnenyi 


1090 


2 -Metnoxy 
etnyl 


2 , b -Dicnioropnenyi 

■ 


1091 


2 -Mecnoxy 
e cnyi 


3 -Bromopnenyi 


114 b 


2 -Mecny ipropy i 


3 - Lnioro — ft -metnoxypnenyi 


114 6 


j - Mecny iDucyi 


1 J / ^ Us 1 v» v /l tti £^ H" Hi ^>*^A^ yy\ Hi a Tl t T 1 

3 - Lnioro — ft "uicL. noxypne ny x 


114 / 


2 -Me cny ipropy i 


o — Lnioro — ,z * nie t noxypne ny 1 


114 8 


pencyi 


z) — Lnioro — z — me l. noxypne ny x 


114 9 


j -Me cnyiDucyi 


o — Lnioro ^ me cnoxypnenyi 


n i t n 


periuyi 


j - l xxx luuioiue uny xpxieixy x 


, — 

lib 1 


o - Me cnyiDu tyi 


3 — l r xx luorome uny ipneny x 


w ■ ■ p ■ 


Dutyi 


z i rn luorome tnyipneny x 




3 * ficLiiyiDULyi 


^ x x 1 1 1 uox uiiie Lxiy ipiiciiy x 


11 b4 


Bucyl 


o , ft "Uicnioropnenyi 


11 j j 


2 - Me cny ip ropy i 


j / ft-uicnioxopnenyi 


113 fa 


s neLnyiDULyi 


j / ft uxcniux upneny x 


-i — i — J / 


"7 _ iviot- h\7 1 nrnnv 1 


2 h - d i cnioroDJisnvl 


11SB 


pencyi 


2 , b-Dicnioropnenyi 


iiby 


j -Mecnyioucyi 


2 , b -uicnioropnenyi 


1160 


2-Mecnyipropyi 


2 , 4 -uicnioropnenyi 


1161 


2 -Mecnyipropyi 


3 -Bromopnenyi 


ilb2 


Pencyi 


3 - Bromopnenyi 
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llO J 


-3 "HcLXiyiJjULy 1 


3 ox tjiuopiieny x 


J.1D4 


z *i v icLiiyipropyi 


4 di urrioprieny x 


HO j 


z -ricLiiyipropyi 


z iDxorrioprieny x 




rcilLyi 


z ox vJiiiupxieiiy x 


11D / 


o - i v ie uriy iDuuy x 


z dx vjiuopricr riy x 


1174 


' i _ TV/I y— > f— l^^ » 1 f^VAT^T/ 1 

z - i v ie u ny ip r opy i 


j riicuoxypnenyi 


X X y D 


Z - Me ufly xpr opy X 


ft rnenoxypnenyi 


1 1 o& 


— Huf w l 


-5 -DioniL) -4 lueunyipnenyi 


1 1 Q 1 


z - Me tny xpr opy x 


-5 -Dxonio-fi -uietnyipnenyi 


■ t i a n ■■ ■ 

X Xi7 o 


outyi 


o -Dronio - ft - x luoropnenyi 


1X9 9 


2 - Me tnyxpropyx 


j - ox omo - ft - x luoropnenyi 


X2 0 0 


penuyx 


j - Diomo - ft - x xuoropnenyx 


12 0 1 


j -Me tnyxoutyi 


3 -Bromo-4 - £ luoropnenyi 


1202 


Butyl 


3 - lodopnenyi 


1203 


rentyi 


3 - lodopnenyi 


1204 


3 -MetnyiDutyi 


3-ioaopnenyi 


1205 


2 -Metnyipropyi 


4 - lodopnenyi 


1206 


Metnyi 


3 - lodopnenyi 


1239 


eye lopent y x 


4 -Metnyipnenyi 


1240 


eyexopentyx 


3 -FXuoro-4 -metnyxpnenyx 


1241 


cycxopropyi 
Methyl. 


b-enxoro-2 -metnoxypnenyx 


1242 


cycxopropyi 
Methyl 


3 -Tnr xuorometnyxpnenyx 


1243 


cycxopropyi 
Methyl 


2 , 5-Dicnioropnenyx 


1244 


cycxopropyi 
Methyl 


3 -bromopnenyi 


124b 


cyciopentyi 


3 -MetnoxyiDenzyx 


1246 


eyexopentyx 


2 - { 2 - enxoropneny x ; 
ethenyl 


124 7 


eye x op ropy x 
Methyl 


3 -Bromo-4 -metnyxpnenyx 


1248 


eyexopropyx 
Methyl 


3 - b romo - 4 - 1 xuoropnenyx 


1249 


eye x op ropy x 
Methyl 


3 - lodopnenyi 


12b3 


cycxopentyi 


3 -cnioro-4 -metnoxypnenyi 


12b4 


eye lop ropy 1 
Methyl 


5 - enxoro- 2 -metnoxypnenyx 


12bb 


eyexopentyx 


2 # 4 -Dicnxoropnenyx 


1268 


cyciopentyi 


3 - bxuoroDenzyx 


1269 


eyexopentyx 


2- (2- 

Trif luoromethylphenyl) ethen 

y 1 


1270 


eyexopentyx 


2- (2-Bromopnenyx) 
ethenyl 


12/1 


eye 1 op r opy i 
Metnyi 


2,3, 6 - Tr i t luoropnenyi 


X Z / ft 


Lycxupentyi 


"5 i r^r~r"\ — A -mpt"h\/ 1 nhpnv ! 
-3 LXiioxu 'x iue uiiy x^ncny x 




eye x op ropy x 
Methyl 


2,4, b-irit luoropnenyi 


142b 


propyl 


i-h'iuoro-4-mec ny xpne ny x 


142b 


propyx 


3 -enxoropneny x 


1427 


Allyl 


3 - Bromo - 4 - r xuoropnenyx 
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- — 

14 A O 


riopyi 


"i _ E3 -v-z-atti r~\ _ /l _ f iii yoy^ hon\V 1 

- Dromo 4 i- x u.vj i. uprieiiy -l 


14 2 y 


" 75 T 1 v 1 


j ioa.opiici.iy 1 


t a 'i n 


irropy 1 


j - loaopnenyi 


_-_ 


rropyi 


"3 I /-\rir\ _ A .rriAt* h\/ 1 t*i ham; 1 
-5 ~ lOUO — 4 — IUti L-Ily lpilcliy X 


14 J J; 


propyl 


^ , 4 - jjix luoropnenyj. 


14 J 4 


propyl 


z , j-uii luoropnenyi 


14 3 b 


Propyl 


2 t 4 -uiiiuoropnenyi 


14 3 6 


Propyl 


l , j - dcuzouioxoi -3-yi 


14 3 7 


Propyl 


j - Luioro - 4 - r nioropnenyi 


14 3 8 


Propyl 


b - Lnioro- 2 -nie cnoxypnenyi 


14 3 9 


Metnyl 


2 , b -uicmoropnenyi 


144 0 


Aliyl 


2 , b - uicnioropnenyi 


144 1 


Propyl 


2 , 5 -Dicnioropnenyl 


1442 


Propyl 


2 , 4 -Dicniorophenyl 


1443 


Metnyl 


3 -bromopnenyi 


1444 


Aliyl 


3 - Bromopneny l 


144b 


Propyl 


3 -Bromopnenyi 


1446 


Propyl 


b -Metnyl - 2 -tmenyi 


1447 


propyl 


Z , 6-Ditiuoropnenyi 


19 7 7 


3 -MetnyiDutyi 


4 , 5 -Dimetnyl - 2 - turyi 


197 b 


3 -MetnyiDutyi 


3 -cnioro-4 -metinyipnenyi 


±y o o 


j -rieunyiDutyi 


f *± , j" liiii uui upiiciiy x 


19&2 


3-Metnyir>utyi 


2 , b-uit luoropnenyi 


1983 


3-Methylbutyl 


2 - B romo - b - metnoxypnenyi 


1984 


3 -Metnyimityi 


3 , b-Dir luoropnenyi 


^UUb 


3 -MetnyiDutyi 


b -Bromo- 2 - tmenyl 




3-Metnyimityi 


3 - bromo - 2 - tmenyl 



Example 13 




For each compound, the definitions of R 2 and R 3 are specified 
in the following table. 



compound wo . 


*2 


K 3 


BOO 


propyl 


pnenyi 


801 


Metnyi 


3 - unioropnenyi 


B02 


Allyi 


3 - cmoropneny l 


803 


propyl 


3 - cnioropnenyi 


804 


propyl 


b - Chioro- 2 - metnoxypnenyi 


80b 


propyl 


3 -Trir luoromecnyipnenyi 


b06 


propyl 


2 , b-Dicnioropnenyi 
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8U7 


propyl 


3 -Bromopnenyi 


BUS 


propyl 


i-bromo-4 - r luoropnenyi 


soy 


Metnyi 


3-ioaopnenyi 




Allyl 


3-ipaopnenyi 


an 


propyl 


3 - loaopnenyi 




Allyl 


5-cnioro-2-metnoxypnenyi 


931 


propyl 


3 - v luoropnenyi 


3Y2 


propyl 


2 - Fiuoropnenyi 


1092 


propyl 


3 - Fiuoropnenyi 


1093 


propyl 


2 - Fiuoropnenyi 


1094 


Allyl 


2 , b-Dir luoropnenyi 


iu9b 


Propyl 


2 , b-Dir luoropnenyi 


1096 


propyl 


i , 3 -Benzoaioxoi- b-yi 


1097 


Methyl 


b -cnioro- 2 -metnoxypnenyi 


1098 


Allyl 


5 - cnioro- 2 -metnoxypnenyi 


1099 


Methyl 


2 , b-Dicnioropnenyi 


1168 


Methyl 


b - cnioro- 2 -metnoxypnenyi 


1169 


Allyl 


b - cnioro- 2 -metnoxypnenyi 


1170 


propyl 


b - cnioro - 2 -metnoxypnenyi 


1171 


propyl 


3 , 4-uicnioropnenyi 




Allyl 


2 , b-Dicnioropnenyi 


1173 


propyl 


2, b-jjxcnioropnenyi 


1174 


propyl 


2 , 4 -uicnioropnenyi 


117b 


Metnyi 


3 -bromopnenyi 


11/6 


Aiiyi 


3 -Bromopnenyi 


1177 


propyl 


3 -Bromopnenyi 


1178 


eye lopropy i 
methyl 


b - cnioro - 2 - metnoxypnenyi 


1179 


eye i op ropy l 
methyl 


2, 5-Dicnioropnenyi 


1180 


propyl 


3 -bromopnenyi 


1181 


cyciopropyi 
methyl 


3 -Bromopnenyi 


1182 


Pentyl 


j - bromo - 4 - t luoropnenyi 


1183 


3-Methylbutyl 


3 - Bromo - 4 - r luoropnenyi 


1184 


Pentyl 


3 - loaopnenyi 


118b 


cyciopropyi 
Methyl 


3 - Br omo-4 - r luoropnenyi 


1186 


eye i op ropy i 
Methyl 


3 - loaopnenyi 


17b6 


Butyl 


2-mienyi 


1757 


2 -Metnyipropyi 


2-Tmenyi 


17b8 


pentyl 


^-rhienyl 


17by 


3 -Metnyimityi 


2-xmenyi 


1760 


Butyl 


3-Tnienyi 


1761 


'2 -Metnyipropyi 


3 -Tmenyi 


1762 


pentyl 


3-rnienyi 


1763 


3-Methylbutyl 


3- Tnieny i 


1764 


3 -Metnyimityi 


Benzyl 


l/6b 


Butyl 


b - Metnyi - 2 - tnieny l 


1766 


2 -Metnyipropyi 


5"- Methyl - 2 - tnieny i 


1767 


pentyl 


b - Metnyi - 2 - tnieny l 


1768 


3 -MetnyiDutyl 


b - Methyl - 2 - thienyl 


1769 


3-Methylbutyl 


3 - Fiuorooenzy 1 


1770 


3 - Metnyi JDutyi 


4 - FiuoroiDenzyi 
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1771 


3 -Metnyimityi 


3 -MetnoxyDenzyi 


178/ 


3 -Metnyimityi 


2,3,6 -Trir luoropnenyi 


178b 


2 -Metnyipropyi 


2,3,6- Trit luoropnenyi 


1789 


3 -Metnyimityi 


2,3,6- Trir luoropnenyi 


l /90 


3 -Metnyimityi 


2 - cnioro - 6 - t luoropnenyi 


ivyi 


Butyl 


pnenyi 


1/92 


2 -Metnyipropyi 


pnenyi 


ivy 3 


Pentyi 


pnenyi 


IV 94 


3 -Metnyimityi 


pnenyi 


lV9b 


Butyl 


3 -Metnyipnenyi 


IV 96 


2 - Fie tnyipropyi 


3 -Metnyipnenyi 


1V9V 


pentyi 


3 -Metnyipnenyi 


1V98 


3 -Metnyimityi 


3 -Metnyipnenyi 


1799 


Butyl 


4 -Metnyipnenyi 


1800 


2 -Me tnyipropyi 


4 -Metnyipnenyi 


1801 


Butyl 


3 - Fiuoropnenyi 


1802 


2 - Metnyipropyi 


3 - Fiuoropnenyi 


1803 


pentyi 


3 - tiuoropnenyi 


1804 


3 - Metnyimityi 


3 - Fiuoropnenyi 


180b 


Butyl 


4 - i-'iuoropnenyi 


1806 


3-Methyimityi 


4 - Fiuoropnenyi 


1807 


Butyl 


2 - Fiuoropnenyi 


1808 


2 - Me t ny i p ropy l 


2 - Fiuoropnenyi 


1809 


pentyi 


2 - Fiuoropnenyi 


1810 


3 -Metnyimityi 


2 - Fiuoropnenyi 


1811 


2 -Metnyipropyi 


4 - Etnyipnenyi 


1812 


2 -Metnyipropyi 


3 , 4 -uimetnyipnenyi 


1813 


3 - Metnyimityi 


3 -Metnoxypnenyi 


1814 


2 -Metnyipropyi 


3 -Fiuoro- 4 -metnyipnenyi 


1815 


3 - Metnyimityi 


3 -Fiuoro-4 -metnyipnenyi 


1816 


2 -Metnyipropyi 


b - Fiuoro - 2 -metnyipnenyi 


181/ 


pentyi 


b - Fiuoro- 2 -metnyipnenyi 


1818 


3 - Metnyimityi 


b - Fiuoro- 2 -metnyipnenyi 


18b7 


Butyl 


2, b-Dicnioropnenyi 


18b8 


2 -Metnyipropyi 


2 , b-Dicmoropnenyi 


18S9 


pentyi 


2 , b -Dicnioropnenyi 


1860 


3-Methylbutyl 


2, b -Dicnioropnenyi 


1861 


2 -Metnyipropyi 


4 - pentyipneny i 


186:2 


Butyl 


3 - Bromopnenyl 


1863 


2 -Metnyipropyi 


3 -Bromopnenyl 


1864 


pentyi , 


3 -Bromopnenyl 


186b 


3 -Metnyimityi 


3 -Bromopnenyl 


1866 


2 -Metnyipropyi 


4 - Bromopnenyl 


1922 


Butyl 


3 , 4 -uimetnyipnenyi 


1923 


2 -Metnyipropyi 


3 - ioao - 4 -metnyipnenyi 


1924 


3 - Metnyimityi 


3 - ioao - 4 -metnyipnenyi 


1986 


Butyl 


4 , b-uimetnyi-2-ruryi 


198/ 


2 -Metnyipropyi 


4 , b-L)imetnyi-2-ruryi 


1988 


3 - Metnyimityi 


4 , b-Dimetnyi-2-ruryi 




3 -Metnyimityi 


4 -Metnoxy- 3 - tnienyi 


iyyo 


Butyl 


3 -cnioro- 2 -tnienyi 


iyyi 


2 -Metnyipropyi 


3 - cnioro - 2 - tnienyi 




pentyi 


3 - Chioro - 2 - thienyl 


1993 


3-Methylbutyl 


3 - Chioro- 2 - thienyl 


1994 


2 -Metnyipropyi 


3 -cnioro-4 -metnyipnenyi 
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199b 


3-Methylbutyl 


J -cnioro-4 -metnyipnenyi 


1996 


3-MetnyiDucyx 


2 , 4 , b-'rririuoropnenyi 


iyyy 


Pentyi 


2, 6-Diriuoropnenyi 


iyys 


3-Methylbutyl 


2, b-uitiuoropnenyi 


iyyy 


Pentyi 


2-Bromo- b -metnoxypnenyi 


2000 


3-Methyimityi 


2 - B r omo - b - me t noxypneny i 


2001 


3-Methylbutyl 


3 , b-uitiuoropnenyi 


2002 


2 - Me t ny 1 p ropy i 


b - Bromo- 2 - tnienyi 


'2003 


3 -Metnyir>utyi 


b -Bromo- 2 - tnienyi 


2009 


Butyl 


b-Kcnyi-2 -tnienyi 


2010 


2 -Metnyipropyi 


5 - Ethyl - 2 - tnienyi 


2011 


3-Methylbutyl 


b - Ethyl - 2 - tnienyi 


2012 


2 -Metnyipropyi 


b - Propyl - 2 - tnienyi 


2013 


2 -Metnyipropyi 


b - Butyl - 2 - tnienyi 


2014 


2 -Metnyipropyi 


b - pentyi - 2 - tnienyi 


201b 


2 -Metnyipropyi 


b - Hexy 1 - 2 - tnienyi 



Example 14 




For each compound, the definitions of R 2 and R 3 are specified * 



in the following table. 



compound 
No. 


R 2 


K 3 


889 


Methyl 


2 , b-uiriuoropnenyi 


890 


Methyl 


2 , b-uicnioropnenyi 


891 


propyl 


3 -bromopnenyi 


892 


Methyl 


3 - loaopnenyl 


893 


Aiiyi 


3-ioaopnenyi 


894 


propyl 


3 -loaopnenyl 


1126 


propyl 


2 , b-Dichioropnenyi 


1127 


Metnyi 


3 -Bromopnenyi 


1128 


Allyl 


3 - Bromopnenyi 


1432 


propyl 


3 -Bromo - 4 - r luoropneny i 


1517 


2 -Metnyipropyi 


3 - Fiuoropnenyi 


1518 


2 -Metnyipropyi 


3 , 4-Dimetnyipnenyi 


1519 


2 -Metnyipropyi 


3 -Metnoxypnenyi 


lb20 


2 -Metnyipropyi 


3 - Fiuoro-4 -metnyipnenyi 


1521 


cyciopentyl 


3 - Fiuoro- 4 -metnyipnenyi 


1522 


2 - Metnyipropyi 


5 - Fiuoro- 2 -metnyipnenyi 


1523 


2 -Metnyipropyi 


2 - Fiuoro- 3 -metnyipnenyi 


1524 


2 -Metnyipropyi 


3 - cnioropneny i 
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1525 


z - Me tnyipropyi | 


4 - cnioropneny l 


1567 


z -Metnyipropyi 


l, 3 -Benzoaioxoi-s-yi 


1568 


cyciopentyl 


4 -Metnoxypnenyi 


lb69 


cyciopentyi 


4 -mityipnenyi 


lbVO 


j -wetnyisutyi 


j - uni or o - 4 - me t noxypneny i 


1571 


uyciopentyl 


i -unioro-4 - metnoxypnenyi 


1572 


z -Metnyipropyi 


3 , 4-uicmoropnenyi 


157J 


6 -Metnyit>utyi 


z , b-uicmoropnenyi 


lb74 


uyciopentyi 


z , 4-uicnioropnenyi 


Ib/b 


cyciopentyl 


4 -penty lpneny l j 


lb76 


j-wetnyinutyi 


3 -Bromopnenyi 


1619 


z - Me tnyipropyi 


4 - Hexy lpneny i 


1620 


uyciopentyi 


4 -Hexy lpneny i 


1621 


z - we tnyipropyi 


3 -tiromo-4 -metnyipnenyi 


ie>22 


z -Metnyipropyi 


3 -Bromo - 4 - r luoropnenyl 


1623 


3 -Metnymutyi 


3 -bromo-4 - r luoropnenyi 


1624 


z -Metnyipropyi 


3 - loaopnenyi 


1625 


j -Metnyioutyi 


3-ioaopnenyi 


1653 


z - Metnyipropyi 


3 - loao - 4 -mecny lpneny l 


1654 


j -Metnyimityi 


2-xnienyi 


16bb 


3 -Metnyimityl 


Benzyl 


1656 


z -Metnyipropyi 


b - Mecny l - z - tmenyi j 


1657 


3-Methylbutyl 


5 - Methyl - z - cnieny i 


1658 


3 -Metnyinutyi 


3 - FiuoroiDenzyi 


1659 


cyciopentyi 


3 - Fiuoror>enzyi 


1678 


uyciopentyi 


z - cniorooenzyi 


1682 


z -Metnyipropyi 


z - vz - cnioropneny i ; 
ethenyl 


1683 


cyciopentyi 


2 - { 2 - Chloropneny i ; 
ethenyl 


1701 


z -raecnyipropyi 


2,3 , 6 -Trir luoropnenyi 


1702 


2 -Metnyipropyi 


4 , 5-Dimetnyi-^-ruryi 



Example 15 




For each compound, the definitions of R 2 and R 3 are specified 



in the following table. 



compound 
No. 


K 2 


*3 


895 


propyl 


5 - Bromo -z- tnienyi 
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For each compound, the definitions of R 2 and R 3 are specified 



in the following table. 



compound No. 


* 2 


R 3 


89fo 


propyl 


3 -Bromo-4-tiuoropnenyi 


yy/ 


Aliyi 


3 -lodopnenyx 


898 


"V* ^^^^^ T 1 

riopyi 


A - IodoDiienvl 




propyl 


3 - lodo- 4 -methylphenyl 


you 


Metnyi 


2-Thzenyl 


yoi 


Metnyx 


b - Methyl - 2 - thxenyl 




propyx 


3 -Methyipnenyx 


1J.J.7 


propyl 


b-Chloro-2-metnoxypnenyx 


ma 


propyl 


2 , b-Dxchloropnenyx 


1119 


propyl 


3 -Bromopnenyl 


i9vy 


3 - Me thy lbuty 1 


3 - Chloro- 4 -metnyxpnenyx 


1981 


3-Metnyxr>utyx 


2,4,5- Tr x t xuoropneny x 




3 -Mecnyxnutyl 


3 , 5-Dxtluoropnenyx 


2007 


3-Methylbutyl 


b - Bromo- 2 - tnxenyl 


2J8b 


2- kz- 
Fluorophenyl ) 
ethyl 


2 , b-Dxchloropnenyx 


238/ 


Fluoropheny 1 ) 
ethyl 


J - Bromopnenyl 


2J88 


Fluorophenyl ) 
ethyl 


3 - lodopnenyl 
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Sample 17 




For each compound, the definitions of «, and R, are specified 
in the following table. 
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112b 



propyx 



PCT/US00/08610 



3 - Bromopnenyx 



5 - Ethoxy- 2 - thienyl 



lblfe 



Methyl 



2,4, fe- Tritluoropnenyl" 
2,3, fe-Tritluoropnenyl" 



1706 



2 - Me thy lpropyl 



170V 



2-Methyipropyi 



- Tr 1 1 luoropneny 1 



1708 



1709 
1710 



3 -wetnyXJDuryx 



2 -Methyxpropyl 



3-Methylbutyl 



4 , b -Dimethyl- 2 -ruryl 



4 ; b-Dimethyl-2-ruryx 



1711 



2 - Me t hy lpropyl 



3 - Chl oro- 2 - thienyl 

5-Methylthio-2-tnienyl" 



1712 



1713 



1719 



1720 



172b 



1727 
1728 



1729 



1730 



1731 



1732 



3-Methylbutyl 



2 -Me thy lpropyl" 
2 - Me thy xpropy x 



3-Methylbutyl 



2 -Methyxpropyl 



3-Methylbutyl 



2 -MethyipropyiT 
3 -Methyir>uryl 



2 -Me thy lpropyl 
3 -Methylbutyl ' 



2- Met hy lpropyl 



3 - Ch loropheny 1 
2 ; 4 ; b-Trit luoropneny 1 



2, fc-Ditluorophenyl" 
pnenyx 



3 - Methylphenyl" 
3 -Methylphenyl 



4 -Methyxpnenyl 



4 -Methyipnenyl 



2- Methylphenyl 
2 -Methyxpnenyl 



1733 



1734 



173b 



1736 



1737 



1738 



1739 



1740 



3 -Methyxnucyl" 
2 -Methyxpropyl 



3 -MethyxDuuyl 



2 -Me thy xpropy x 



3-MethyXDUcyx 



2 -Me thy lpropyl 



3-Methylbutyl 



2 -Methy lpropyl 



3 - F luoropneny!" 
3 - Fluoropneny 1 



3 - Fluoropneny I~ 
4 -Fluoropneny! 



2 - Fluoropneny 1 



2 - F luoropneny 1 



4-Ethylpnenyl 



1741 



2 -Me thy lpropyl 



3 , 4 -Dimethylpheny 1 



3 - Fluor o- 4 -metnyipaenyl 
3 - Fluoro-4 -metnyxpnenyx 



1742 



2 - Me thy lpropyl" 



1743 



cyciopenryi 



1744 



174b 



1746 



1747 



2 -Me thy lpropyl 



Cyclopencyl 
3-Methyinucyl 



3-Methylbutyl 



"4 - Chloropneny 1 



4 -Methoxypnenyl 



"3 - Chlo ro - 4 - t luoropheny 1 
2 -Thienyl ~~~ 
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Example 18 




For each compound,, the definitions of R 2 and R 3 are specified 



in the following table. 



compound no. 


K 2 


k 3 


BX2 


Metnyx 


2, b-Dxtluoropnenyl 


8U 


propyx 


'2 , 5-Dxchxoropnenyx [ 


814 


propyx 


3 - lodopnenyl 



5 



Example 19 




10 For each compound, the definitions of R 2 and R 3 are specified 



in the following table. 



compound jno. 


R 2 


k 3 


Bib 


propyx 


3 - Fluoropnenyl 


Bly 


propyl 


2 - Fluoropneny 1 


82u 


propyl 


J , 4-Dit luoropneny 1 


82x 


Methyx 


2 , b - U x t luoropneny 1 


82^ 


Allyi 


2 , 5-Dx fluoropnenyl 


82j 


propyl 


2 , b-Uitluorophenyl 




propyl 


1, J-Benzodioxol-b-yl 


82b 


propyl 


3 -Chloro -4 - t luoropneny x 


82b 


Metnyx 


5 - Chloro - 2 -methoxypheny x 


82 / 


Ethyx 


5 - Chloro - 2 -me thoxypheny x 


b^a 


Aliyx 


5 - Chloro- 2 -mecnoxypnenyi 


82* 


propyl 


5 - Chloro- 2 -me thoxypnenyx 


8iu 


Methyl 


2 , b -Dxchlorophenyl 


8Jx 


Allyx 


2 , 5 -Dichlorophenyl 
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a 3 2 propyl 


'2 , 5-uicmoropnenyi 


83 3 j Propyl 


pnenyi 


834 


propyl 


3 -tiuoro-4 -metnyipnenyi 


Bib 


Propyl 


b- fiuoro- 2 -metnyipnenyi 


836 


Metnyi 


3 - cnioropnenyi 




Allyl 


3 -cnioropnenyi 


838 


propyl 


3 - cnioropnenyi 


842 


Methyl 


b -cnioro- 2 -metnoxypnenyl 


843 


Ethyl 


5 - cnioro - 2 - metnoxypnenyl 


844 


Aliyl 


b - cnioro-^ -me tnoxypnenyi 


H4b 


propyl 


b - cnioro-^ -mecnoxypnenyi 


846 


Metnyi 


3 - Tri r luoropnenyi 


84 7 


Propyl 


3 - ir i r luoropnenyi 


B48 


Metnyi 


2 , b-Dicnioropnenyi 


849 


Allyl 


2 , b-Dicnioropnenyi 


bbU 


propyl 


2 , b-uicnioropnenyl 


8bl 


Methyl 


3 - Bromopneny 1 


8b2 


Allyl 


3 - Bromopnenyi | 


853 


Propyl 


3 - bromopnenyi 


8b4 


propyl 


3 -Bromo-4 - t luoropnenyi 


8bb 


Methyl 


3 -loaopnenyi 


8b6 


Allyl 


3 -loaopnenyi 


857 


propyl 


3 - loaopnenyi 


8b9 


Allyl 


'2 - t'luoropnenyi 


860 


propyl . 


^-^luoropnenyi 


861 


propyl 


z - cnioropnenyi 


862 


propyl 


3 , 4 -Dir luoropnenyi 


863 


propyl 


2 , 3 -uit luoropnenyi 


864 


Metnyi 


2 , b-uir luoropnenyi 


865 


propyl 


4-Metnyicmo 
phenyl 


866 


propyl 


3 - F 1 uoro -4 -met noxypne ny 1 


867 


propyl 


4 - cnioro - 3 -metnyipnenyi 


868 


Methyl 


3 - cnioro- 4 - 1 luoropnenyi 


8e>y 


Allyl 


3 - cnioro- 4 -r luoropnenyi 


870 


propyl 


3 - cnioro - 4 - r luoropnenyi 


871 


propyl 


3,4, b-Trir luoropnenyi 


872 


propyl 


4 -autyipnenyi 


87J 


propyl 


4-Metnyitnio 
phenyl 


1772 


Butyl 


2-Thienyl 


177J 


2 -Metnyipropyi 


2 -Tnienyl 


1774 


pentyi 


2 -Tnienyl 


177b 


J-MethyXDutyi 


^-mienyi 


1776 


Butyl 


3 -Tmenyi 


17 77 


2 -Metnyipropyi 


3 -Tnienyl 


1778 


pentyi 


3 -Tnienyl 


1779 


3 -Methylbutyl 


3 -Tnienyl 


1780 


3-Methylbutyl 


Benzyl 


1781 


Butyl 


5 -Methyl - 2 - tnienyl 


1782 


2 -Metnyipropyi 


b - Metnyi -2- tnienyl 


1/83 


pentyi 


b - Metnyi - 2 - cnienyi 


1784 


3-Methylbutyl 


b - Metnyi - 2 - tmenyi 


178b 


3-Methylbutyl 


3 - fiuorooenzyi 


1786 


3-Methylbutyl 


3 -Metnoxynenzyi 
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1819 


Butyl 


pnenyl 


1820 


2 -Metnyipropyi 


pnenyi 


1821 


pentyi 


pnenyl 


1822 


3-Methylbutyl 


pnenyi 


1S23 


Butyl 


3 -Metnyipnenyi 


1824 


2 -Metnyipropyi 


3 -Metnyipnenyi 


182b 


pentyi 


3 -Metnyipnenyi 


1826 


3-Methylbutyl 


3 -Metnyipnenyi 


1827 


Butyl 


4 -Metnyipnenyi 


1828 


2 -Metnyipropyi \ 


4 - Metnyipnenyi 


1829 


3 -Metnyimityi 


4 - Metnyipnenyi 


1830 


Butyl 


3 - fiuoropnenyi 


1831 


2 -Metnyipropyi 


3 - fiuoropnenyi 


1832 


pentyi 


3 - fiuoropnenyi 


1833 


3-Methylbutyl 


3 - fiuoropnenyi 


1834 


Butyl 


4 - fiuoropnenyi 


1835 


2 - Metny ipropy i 


4 - fiuoropnenyi 


1836 


pentyi 


4 - fiuoropnenyi 


1837 


3 -MetnyiDutyi 


4 - fiuoropnenyi 


1838 


Butyl 


2 - Fiuoropnenyi 


1839 


2 -Metnyipropyi 


2 - fiuoropnenyi 


1840 


pentyi- 


2 - fiuoropnenyi 


1841 


3-Methylbutyl 


2 - fiuoropnenyi 


1842 


2 -Metnyipropyi 


4 - Etnyipnenyi 


1843 


2 -Metnyipropyi 


3 , 4 -Dimetnyipnenyi 


1844 


3-Methylbutyl 


2 , b -Dimetnyipnenyi 


184b 


2 -Metnyipropyi 


2 , 4 -Dimetnyipnenyi 


1846 


2-Methylpropyl 


3 -Metnoxypnenyi 


1847 


3-Methylbutyl 


3 -Metnoxypnenyi 


1848 


3 -MetnyiDutyi 


2 -Metnoxypnenyi 


1849 


2 -Metnyipropyi 


3 - f iuoro-4 -metnyipnenyi 


lbbO 


3-Methylbutyl 


3 -fiuoro- 4 - metnyipnenyi 


1851 


Butyl 


b - fiuoro - 2 - metnyipnenyi 


18b2 


2 -Metnyipropyi 


b - fiuoro- 2 -metnyipnenyi 


1853 


pentyi 


b - fiuoro - 2 - metnyipnenyi 


18b4 


3 -MetnyiDutyi 


b - fiuoro - 2 - metnyipnenyi 


j 18bb 


2 -Metnyipropyi 


4 -cnioropnenyi 


18b6 


3-Methylbutyl 


4 - cnioropnenyi 


1867 


2 -Metnyipropyi 


2 , b-Dicmoropnenyi 


1868 


pentyi 


2 , b-Dicnioropnenyi 


1869 


3-Methylbutyl 


2 , b-Dicnioropnenyi 


1870 


2 -Metnyipropyi 


4 - pentyipnenyi 


1871 


2 -Metnyipropyi 


3 -Bromopnenyl 


1872 


pentyi 


3 -Bromopnenyl 


18 7 3 


3 - Me tny louty i 


3 - Bromopnenyl 


192b 


2 -Metnyipropyi 


3 - loao - 4 -metnyipnenyi 


192b 


3 -Metnyirnityi 


3 - loao- 4 -metnyipnenyi 


1928 


Butyl 


2 - cnioropnenyi 


1929 


2 -Metnyipropyi 


2 - cnioropnenyi 


1930 


pentyi 


2 - cnioropnenyi 


1931 


Butyl 


3 , 4 -Dir luoropnenyi 


1932 


2 -Metnyipropyi 


3 , 4 -Dir luoropnenyi 


1933 


pentyi 


3 , 4 -Dir luoropnenyi 


1934 


3-Methylbutyl 


3 , 4 -Dir luoropnenyi 


1935 


Butyl 


2, 3 -Dir luoropnenyi 
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193b 


z -Metnyipropyi 


z , 3 -uit luoropnenyl 


193 7 


Pentyl 


2 , 3 -Dit luoropnenyl 


193b 


3 -MetnyiDutyl 


2 , 3 - di t luoropnenyl 


1939 


Butyl 


z , b - Di r luoropnenyl 


1940 


z -Metnyipropyi 


2, b -Dir luoropnenyl 


1941 


pentyl 


2, b-uir luoropnenyl 


1942 


3-iviecnyiJDutyi 


2 , b-uir luoropnenyl 


194 J 


butyl 


2 , 4 -Dir luoropnenyl 


1944 


^-wet ny l p ropy i 


2 , 4 -di r luoropnenyl 


194b 


Pentyl. 


2 , 4 -Dir luoropnenyl 


194b 


3-Metnyir>utyi 


2 , 4 -Dir luoropnenyl 


194 7 


2 -Metnyipropyi 


4 - propyipnenyi 


1948 


z -Metnyipropyi 


4 - j. - propyipnenyi 


1949 


Butyl 


l , 3 -Benzoaioxoi-b-yi 


19b0 


2 -Metnyipropyi 


i, 3 -Benzoaioxoi-b-yi 


19bl 


pentyl 


l, 3 -Benzoaioxoi-b-yi 


19b2 


3-Methylbutyl 


l , 3 -Benzoaioxoi-b-yi 




Butyl 


3 -J3romo-4 - metnyipnenyi 


1954 


2 -Metnyipropyi 


3 -Bromo- 4 -metnyipnenyi 


1955 


Pentyl 


3 - Br omo- 4 -metnyipnenyi 


1956 


3 -Metnyuoutyi 


3 -Bromo- 4 -metnyipnenyi 


I9b7 


z -Metnyipropyi 


4 -Heptyipnenyi 


1958 


Butyl 


3 - loaopnenyi 


1959 


z -Metnyipropyi 


J - loaopnenyi 


1960 


pentyl 


3 - loaopnenyi 


19bl 


3 -Metnyioutyi 


3 - loaopnenyi 


1962 


z - Metnyipropyi 


4 - loaopnenyi 


2016 


Butyl 


5 - Etnyi - 2 - tmenyi 


2017 


2 -Metnyipropyi 


5 - Ethyl - 2 - tmenyi 


2018 


3 -Metnymutyi 


b - fcitny 1 - 2 - tmenyi 


2019 


z -Metnyipropyi 


b - propyl - 2 - tm enyi 



Example 20 



5 




For each compound, the definitions of R 2 and R 3 are specified 



in the following table. 



compound no. 


R 2 


«3 


| 8 74 


Metnyi 


3 - Fiuoropnenyi 


875 


Allyl 


3 - Fiuoropneny i 
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8 7 6 


propyl | 


3 - Fluoropnenyl 


8 7 7 


propyl 


4 - Fluoropnenyl 


878 ! 


Methyl 


3 -cnioro- 4 -metnyipnenyi 


87 y 


Aiiyi 


3 -cnioro- 4 -metnyipnenyi 


88U ; 


propyl 


3 -cnioro- 4 -metnyipnenyi 


881 i 


Aiiyi 


b -Bromo - 2 - tnieny i 


882 


propyl 


5 - Bromo- 2 - tnienyi 


883 


propyl 


3 -Fiuoro-4 -metnyipnenyi 


8S4 


propyl 


b-Fiuoro- 2 -metnyipnenyi 


922 


propyl 


3 -Metnoxypnenyi 


14b0 


propyl 


3 -Bromo- 4 -metnyipnenyi 


1451 


Allyl 


3 -Bromo- 4 - tiuoropnenyi 


1452 


Propyl 


3 - Bromo- 4 - r luoropnenyi 


1452 


Allyl 


3-ioaopnenyi 


14b4 


propyl 


3 - loaopnenyl 


1455 


Allyl 


b - cm or o - 2 - me t noxypneny l 


14 bfe 


propyl 


b - cnioro- 2 -metnoxypnenyi 


1457 


propyl 


3 , 4 -Dicnioropnenyi 


14S8 


Etnyi 


2 , b- Dicnioropnenyi 


I4by 


Allyl 


2, b -Dicnioropnenyi 


14&U 


propyl 


2 , b -Dicnioropnenyi 


1461 


propyl 


2 , 4 -Dicnioropnenyi 


1462 


Etnyi 


3 -Bromopnenyi 


1463 


Aliyi 


3 - Bromopnenyi 


1464 


propyl 


3 -Bromopnenyi 


146b 


propyl 


b -Metnyi - 2 - tnieny l 


1466 


propyl 


4 - cnioro- 3 -metnyipnenyi 


146/ 


propyl 


3 - cnioro - 4 - r luoropneny i 


1526 


2 -Methyipropyi 


pnenyl 


lb2V 


j-Methylbutyl 


pnenyi 


1S2B 


2 -Methyipropyi 


3 -Metnyipnenyi 


1S2* 


3 -Mecnymucyi 


3 -Metnyipnenyi 


153U 


2 -Metnyipropyi 


4 -Metnyipnenyi 


15J1 


cyciopentyi 


4 -Metnyipnenyi 


1532 


2 -Metnyipropyi 


2 -Metnyipnenyi 


IbJJ 


3 -Metnyioutyi 


2 -Metnyipnenyi 


1534 


2 -Metnyipropyi 


3 - Fluoropnenyl 


1535 


3-Methylbutyl 


3 - Fluoropnenyl 


IbJb 


2 -Metnyipropyi 


4 - Fluoropnenyl 


lbJV 


3-Methylbutyl 


4 - Fluoropnenyl 


1538 


2 -Metnyipropyi 


2 - Fluoropnenyl 


lbjy 


cyciopentyi 


2 - Fluoropnenyl 


lb40 


2 -Me tnyipropyi 


4 - titny ipneny l 


lb41 


2 -Metnyipropyi 


3 , 4 - Dime tny ipneny i 


lb42 


2 -Metnyipropyi 


2 , 3 -Dime tny ipneny i 


1543 


2 -Metnyipropyi 


2 , b- Dime tny ipneny i 


1544 


3 -Metnyimityi 


2 , b- Dime tny ipneny i 


154b 


2 -Metnyipropyi 


I 2,4 -Dimetnyipnenyi 


1S4<> 


3-Methyioutyi 


2 , 4 -Dimetnyipnenyi 


lb4 7 


eye lopenty i 




lb4b 


2 -Metnyipropyi 


3 -Metnoxypnenyi 


lb4y 


3-Methylbutyl 


3 -Metnoxypnenyi 


lbbu 


2 -Metnyipropyi 


4 -Metnoxypnenyi 


lbbl 


3 -Metnyioutyi 


4 -Methoxypnenyl 


lbb2 


cyciopentyi 


4 -Methoxypnenyl 
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1553 


2 -Metnyipropyi 


2 - Me t noxypneny i 


1554 


3 -Metnyiixityi 


2 -Metnoxypnenyi 


1555 


2 -Metnyipropyi 


3 - Fiuoro-4 -metnyipnenyl 


1556 


eye lopenty 1 


3 -Fiuoro- 4 -metnyipnenyl 


15 5 7 


2 -Metnyipropyi 


3 -Fiuoro- 2 -metnyipnenyl 


1558 


3 -Metnyimityi 


3 - Fiuoro- 2 -metnyipnenyl 


1559 


2 -Metnyipropyi 


5 -Fiuoro- 2 -metnyipnenyl 


1560 


3 -MetnyiJDutyl 


5 - Fiuoro - 2 -metnyipnenyl 


1561 


2 - Me t ny i p ropy l 


2 -Fiuoro- 3 -metnyipnenyl 


1562 


2 -Metnyipropyi 


3 -enioropnenyi 


1563 


3 -MetnyiDutyi 


3 - enioropnenyi 


1564 


eye l opent y l 


3 - enioropnenyi 


1565 


2 -Metnyipropyi 


4 - enioropnenyi 


1566 


eyciopentyi 


4 - enioropnenyi 


157 7 


3 -MetnyiDutyi 


2 - enioropnenyi 


157b 


eyciopentyi 


2 - enioropnenyi 


1579 


2 -Metnyipropyi 


3 , 4 -Dir luoropnenyi 


1580 


3 -MetnyiDutyi 


3 , 4 -Dir luoropnenyi 


1581 


2 -Metnyipropyi 


2 , 3 -Dir luoropnenyi 


1582 


3 -MetnyiDutyi 


2 , 3 -uir luoropnenyi 


1583 


cyciopencyi 


2 , 3 -Dir luoropnenyi 


1584 


2 -Metnyipropyi 


2, 5 -Dxr luoropnenyi 


1585 


3 -MetnyiDutyi 


2 , 5 -Dir luoropnenyi 


1586 


2 - Metnyipropyi 


2 , 4 -Dir luoropnenyi 


1587 


3 -MetnyiDutyi 


2 , 4 -Dir luoropnenyi 


1588 


eye 1 opent y 1 


2 , 4 -Dir luoropnenyi 


1589 


2 -Metnyipropyi 


i, 3-Benzoaioxoi-5-yi 


1590 


3-Methylbutyl 


l, 3-Benzoaioxoi-b-yi 


1591 


eyciopentyi 


i, 3 -Benzoaioxoi-5-yi 


1592 


2 -Metnyipropyi 


4-Methyitmo 
phenyl 


1593 


eyciopentyi 


4-Metnyitnio 
phenyl 


1594 


eyciopentyi 


3 -Fiuoro -4 -metnoxy 


1595 


eyciopencyi 


4 -Butyipnenyi 


1596 


eye i opency x 


4 -titnyitniopnenyi 


1597 


2 -Metnyipropyi 


3 - enioro- 4 -metnoxypnenyi 


1598 


3 -MetnyiDutyi 


3 -enioro-4 -metnoxypnenyi 


1599 


eyciopentyi 


3 -enioro -4 -metnoxypnenyi 


16U0 


2 -Metnyipropyi 


2 -rrir luorometnyipnenyi 


1601 


3 -MetnyiDutyi 


2 -rrir xuorometnyipnenyi 


1602 


2 -Metnyipropyi 


3 , 4 -Dicnioropnenyi 


1603 


3 -MetnyiDutyi 


3 , 4-uicnioropnenyi 


1604 


2 -Metnyipropyi 


2 , 3 -Dicnioropnenyi 


1605 


2 -Metnyipropyi 


2, 5 -Dicnioropnenyi 


1606 


3 -MetnyiDutyi 


2, 5-Dicniorophenyi 


160/ 


2 -Metnyipropyi 


2 , 4 -Dicnioropnenyi 


1608 


eyciopentyi 


2 , 4 -Dicnioropnenyi 


1609 


2 -Metnyipropyi 


3 - Bromopneny l 


1610 


3 -MetnyiDutyi 


j - or omopneny i 


1611 - 


eyciopentyi 


3 - aromopneny i 


1612 


2 -Metnyipropyi 


4 - Bromopnenyi 


1613 


eyciopentyi 


4 - Bromopneny l 


1614 


2 -Metnyipropyi 


2 - Bromopneny l 


161b 


3-Methylbutyl 


2 - b romopnenyi 
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T 


^ - raecnyipr opyi 


3 -Bromo-4 -mecnyipnenyl 


i A'^V "" " 

io« / 


j -neLfiyiDUi.yi 


3 -Bromo-4 -mecnyipnenyl 


lOZO 


vjy c xopentyi 


3 -Bromo-4 -mecnyipnenyl 




^ - ne t ny i p ropy i 


3 - Bromo - 4 - 1 luoropneny l 


- 


3 -Mecnyioucyi 


3 - Bromo - 4 - r luoropnenyl 


lOOl 


2 -Me cnyipropyi 


3 - loaopnenyi 


lb JZ 


J -Mecnyioucyi 


3 - loaopnenyi 


— i A*n 

X O j j 


2 -Mecnyipropyi 


4 - loaopnenyi 


IDOL) 


2 -Mecnyipropyi 


3 - ioao-4 -mecnyipnenyl 


1 ^ci 


2 -Mecnyipropyi 


4 - loaoDenzyi 


looz 


2 -Mecnyipropyi 


2 -Tnienyi 


IDDJ 


3 -MecnyiDucyi 


2 -Tnienyl 


loo4 


2 -Mecnyipropyi 


Benzyl 




3 -Mecnyir>ucyi 


Benzyl 


166 6 


eye 1 opency l 


Benzyl 


1667 


2 -Mecnyipropyi 


b -Mecnyi - 2 - cnienyi 


1668 


3 -MecnyiiDucyi 


b-Mecnyi -2 -cnienyi 


1669 


eye 1 opency 1 


b - Mecnyi - 2 - cnienyi 


1670 


eye 1 opent y 1 


3 -MecnyiDenzyi 


1671 


2 -Mecnyipropyi 


3 - FiuoroJDenzyi 


1672 


3 -Mecnyiiaucyl 


3 -Fiuorooenzyi 


1673 


eye 1 opency i 


3 - Fiuoronenzy 1 


1679 


3 -Mecnyirmcyi 


2-MecnoxyDenzyi 


1680 


eye l opency l 


1- (4-Fiuoropnenyu 
ethyl 


1681 


eyciopencyi 


2 - eniorooenzy 1 


J " — Ttoj — 
J. o oft 


eyciopencyi 


2- ( 2 -enioropnenyi ) 
ethenyl 


1/03 


2 -Mecnyipropyi 


2,4, 6 -Tnr luoropnenyl 


17 04 


2 -Mecnyipropyi 


2,3,6- Tri r luoropnenyl | 


170b 


2 -Mecnyipropyi 


2 - enioro- 6 - r luoropnenyl 


1714 


2 -Mecnyipropyi 


3 - enioro- 4 -mecnyipnenyl 



Example 21 



5 




For each compound, the definitions of R 2 and R 3 are specified 
in the following table. 



eompouna no. 


" 2 


*3 


923 


propyl 


pnenyi 


924 


propyl 


3 -Mecnyipnenyl 
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y2b 


proDvi 




926 


Propyl 


-> r luuiupiiciiyi 


927 


Methyl 


^ r xuuiupiiCiiy 1 


y^s 


Aiiyi 


^ - Fiuoropnenyi 


929 


propyl 


2-Fiuoropnenyi 


1000 


Methyl 


z , s -Dinuoropnenyi 


1001 


Methyl 


z, b-uitiuoropnenyl 


1129 


txnyl 


b - cnioro - z -metnoxypheny 1 " 


2307 


3-Metnylbutyl 


z , 3 , b-Tririuorophenyl 



Example 22 




5 For each compound, the definitions of R 2 and R 3 are specified 
in the following table. 



compound no. 




*3 


ybb 


Methyl 


pnenyi 


9bb 


propyl 


phenyl 


ybV 


Metnyi 


3 -Metnyiprienyi 




propyl 


j -Metnylphenyl 


yb9 


Methyl 


3 -Fiuoropnenyi 




propyl 


3 - F 1 uo r opneny i 


ybl 


Metnyi 


z - Fiuoropnenyi 


yb2 


Allyl 


z - Fiuoropnenyi 


bbJ 


propyl 


z - Fiuoropnenyi 


yb4 


Metnyi 


b - Fiuoro - z -metnylphenyl 


yfcb 


Methyl 


i-cmoropnenyi 


ybb 


propyl 


3 - cnioropnenyi 


9b9 


propyl 


3 - cnioro - 4 - r xuoropheny 1 


994 


Methyl 


^-Tnienyi 


99b 


propyl 


2-Tnienyl 




Methyl 


i-imenyi 


yyV 


Methyl 


3 -Metnyi - 2 - thienyl 


998 


Methyl 


b - Metnyi - 2 - thienyl 


999 


Propyl 


b -Methyl - 2 - thienyl 


1100 


propyl 


b - cnioro-2 -metnoxyphenyl 


1101 


Methyl 


3 -Bromophenyi 


1102 


propyl 


3 - Bromopneny i 
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For each compound, the definitions of R 2 and R 3 are specified 
in the following table. 



compound no. 


R 2 


K 3 


967 


Propyl 


pnenyi 




propyl 


3 -Metnyipnenyi 


969 


propyl 


4 -Metnyipnenyi 


9/0 


propyl 


3 - tiuoropnenyi 


971 


propyl 


2 - Fiuoropnenyi 


9/2 


propyl 


b - Fiuoro - 2 -metnyipnenyi 


9/3 


Ethyl 


3 - cnloropnenyi 


974 


Allyl 


3 - unioropnenyi 


97b 


propyl 


3 - cnxoropnenyi 


990 


propyl 


±, 3-Benzoaioxoi-b-yi 


991 


Allyl 


3 - unioro-4 - r luoropnenyi 


992 


propyl 


3 - cnioro - 4 - r luoropneny i 


1103 


propyl 


b - cnioro - 2 -metnoxypnenyi 


1104 


propyl 


j - Tr i r luorometny lpneny i 


110b 


propyl 


3 , 4-uicnioropnenyi 


1106 


Allyl 


2 , b-Dicnioropnenyi 


1107 


Allyl 


3 - Bromopnenyi 


1108 


propyl 


3 - Bromopnenyi 


1187 


Propyl 


3 -Bromo- 4 -metnyipnenyi 


1188 


Methyl 


3 - Bromo - 4 - r luoropnenyi 


1189 


Ally! 


3 - Bromo - 4 - r luoropnenyi 


1190 


propyl 


3 - Bromo - 4 - r luoropnenyi 


1191 


Methyl 


3 - loaopnenyi 


1192 


Allyl 


3 - loaopnenyi 


1193 


propyl 


3 - loaopnenyi 


1207 


propyl 


3 - Bromo - 4 - r luoropnenyi 


120b 


Metnyi 


3 - Bromo - 4 - 1 luoropnenyi 


1209 


Allyl 


3 - Bromo - 4 - r luoropnenyi 


1210 


propyl 


3 -Bromo -4 - r luoropnenyi 


1211 


Methyl 


3 - loaopnenyi 


1212 


Ethyl 


3 - loaopnenyi 


1213 


Allyl 


3 - loaopnenyi 


1214 


propyl 


3 - loaopnenyi 


121b 


propyl 


3 - loao- 4 -metnyipnenyi 


1216 


Metnyi 


2-xmenyi 


1217 


propyl 


2-xnxenyi 


1218 


Allyl 


b -Metnyi - 2 - tmenyi 
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propyl 



PCT/USOO/08610 

b-Metnyl-2-thienyl 



Example 24 




For each compound, the definitions of R 2 and R 3 are specified 
in the following table. 



compound wo. 


* 2 


" 3 


1220 


2 


-Metnyipropyi 


pnenyi 


1221 


2 


-Metnyipropyi 


J -Methylphenyl 


1222 


2 


-Metnyipropyi 


4 -Metnyipnenyi 


1223 


2 


-Metnyipropyi 


2 - Fiuoropnenyi 


1224 


2 


-Metnyipropyi 


4 - Jitnyipnenyi 


122b 


2 


- Metnyipropyi 


3 , 4 -Dimetnyipnenyi 


12 27 


2 


-Metnyipropyi 


2 , b - v i r luoropneny l 


1228 


2 


-Metnyipropyi 


^ , 4 -Dir luoropneny i 


1229 


2 


- Metnyipropyi 


i , J - Benzoaioxoi - b -yi 


1230 


2 


- Metnyipropyi 


4 -eromopnenyi 


I2bl 


2 


- Metnyipropyi 


j -Bromo- 4 -metnyipnenyi 


12 72 


2 


-Metnyipropyi 


3 - cnioro- 4 -metnyipnenyi 


12 7 3 


2 


-Metnyipropyi 


2,4, b-Trir luoropneny i 



Example 25 




For each compound, the definitions of R 2 and R 3 are specified 
in the following table. 



compound no . 


K 2 


* 3 


122b 


propyl 


2 - Fiuoropnenyi 
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1 TTTT 


7A 1 1 -ir 1 

Aiiyi 


b - Lnioro- 2 -tnetnoxypnenyi 




propyl 


5 - Lnioro- 2 -tnetnoxypnenyi 






2, b -Dicnioropnenyi 




Aiiyi 


2, b -uicmoropnenyi 




Propyl 


2, b -uicmoropnenyi 


Iz Jo 


Metnyl 


3 -B romopnenyi 


123 / 


Aiiyi 


3 - b romopnenyi 


lzi 8 


Propyl 


3 -B romopnenyi 


12 52 


Propyl 


3 - ioaopnenyi 


174 8 


2 -Metnyipropyi 


2,3, 6-Trit luoropnenyl 


174 9 


3 -MetnyiDutyl 


2,3, 6 -Tr it luoropnenyl 


175 0 


2 -Metnyipropyi 


3 - cm pro - 4 - pneny i 


1751 


3 -MetnyiDutyl 


3 - cnioro-4 -pnenyl 


1752 


2 -Metnyipropyi 


2,4, 5 -Tr it luoropnenyl 


1753 


3 -MetnyiDutyl 


2,4, b - Tr i t luoropnenyl 


1754 


2 - Me tnyipropy l 


2, 6 -Dit luoropnenyl 


1755 


3 -MetnyiDutyl 


2, 6 -Dit luoropnenyl 


1881 


Butyl 


pnenyl 


1882 


2 -Metnyipropyi 


phenyl 


1883 


pentyl 


pnenyl 


1884 


3 -MetnyiDutyl 


pnenyl 


1885 


Butyl 


3 -Metnyipnenyi 


1886 


2 -Metnyipropyi 


3 -Metnyipnenyi 


1887 


pentyl 


3 -Metnyipnenyi 


1888 


3 -MetnyiDutyl 


3 -Metnyipnenyi 


1883 


2 -Metnyipropyi 


4 r Metnyipnenyi 


1830 


3 -MetnyiDutyl 


4 -Metnyipnenyi 


1831 


Butyl 


3 - Fiuoropnenyi 


1832 


2 -Metnyipropyi 


3 - tiuoropneny i 


1833 


pentyi 


3 - Fiuoropnenyi 


1834 


3 -MetnyiDutyl 


3 -Fiuoropnenyi 


1835 


2 -Metnyipropyi 


4 - Fiuoropnenyi 


j 1836 


3 -MetnyiDutyl 


4 - Fiuoropnenyi ~f - 


183/ 


Butyl 


2 - Fiuoropnenyi 


1838 


2 -Metnyipropyi 


2 - Fiuoropnenyi 


1833 


pentyi 


2 - Fiuoropnenyi 


1300 


3 -MetnyiDutyl 


2 - Fiuoropnenyi 


1301 


2 -Metnyipropyi 


3 , 4 -Dimetnyipnenyi 


1302 


ibutyi 


2 - cnioropnenyi 


1303 


2 - Me t ny i p ropy l 


2 - cnioropnenyi 


1304 


pentyi 


2 - cnioropnenyi 


1305 


3 -MetnyiDutyl 


2 - cnioropnenyi 


1306 


Butyl 


3 , 4 -Dit luoropnenyl 


130/ 


2 -Metnyipropyi 


3 , 4 -uitiuoropnenyi 


1308 


pentyi 


3 / 4 - ui t luoropnenyl 


1303 


3 -MetnyiDutyl 


3 , 4 -Dit luoropnenyl 


1310 


Butyl 


2 , 3 -Dit luoropnenyl 


1311 


2 -Metnyipropyi 


2 , 3 -Dit luoropnenyl 


1312 


pentyi 


2 , 3 -Dit luoropnenyl 




o -roe LnyiDULyi 


z , o -d 11 luoropnenyl 


iyi4 


Butyl 


2 , b- Dit luoropnenyl 


191b 


2 -Metnyipropyi 


2 , b- Dit luoropnenyl 




pentyi j 


2 , b-Dir luoropnenyl 




3 -MetnyiDutyl 


2 , b-Ditiuoropnenyi 


1918 


2 - Me t ny i p r opy l 


2 , 4 -Dit luoropnenyl 
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1919 


3-Methylbutyl 


1 4 — L3*i i" J unrnnhpnv 1 


1920 


z -MetnviDroDvl 




1921 


J -Mecnvi-butvi 


1 ^ -Rpri7nrli nyn ) — R — \r 1 

J- / O iJ^ll^iUUlUAU _L _J y X 


1927 


3 -Methvlbutvl 


i _ Tnrln - 4 — m^t* hrw i nhnm r 
J -i-vjuu *± in" uiiy -L£Jiicily X 


1963 


Z - ti i*iv 1 nrnnv 1 


^ v ^ v^iixox opxienyi j 
w 1_1.1c1.1y x 


1964 


Hutvl 


^ i. xiieny x 


1965 


pennyi 


^ *~ xiixtriiy x 


1966 


3 -Methvlbutvl 


.'Phi #an\7 I 


196 7 


Pentyi 


\ — l \ y Y\ 1 DTT\7 1 

j nij-Ciiy x 


1968 


IS -Metfivlhnhv I 

— ' L V» 11 Y .1. U. I_ y JL 


-5 inienyj. 


1969 


J -Methvlhuhv 1 


ocuzyi 


1970 


Butyl 


5 -Me thy 1 - 2 - thienyl 


1971 


^ -Metnylpropyl 


b - wetnyi - 2 - thienyl 


1972 


pencyi 


i>-Metnyi - z - cnienyi 


1973 


j -Methylbutyl 


t> - wetnyi - z- cnienyi 


1974 


3-Methylbutyl 


6 - Fiuoror>enzy i 


197b 


6 -Methylbutyl 


J-Metnoxyoenzyi 



Example 26 




For each compound, the definitions of R 2 and R 3 are specified 
5 in the following table. 



uompouna jmo. 




*3 


12*0 


propyl 


3 - lodophenyi 


1616 


z -Metnyipropyi 


j - cnioro - 4 - r luoropneny i 


1617 


z -Mecnyipropyi 


J -eromopnenyi 


161b 


j-wechylbutyl 


J - Bromopnenyi 


1634 


z -Metnyipropyi 


J -Bromo-4 -mecnylphenyl 


163b 


z -Mecnyipropyi 


j - hsromo - 4 - 1 luoropheny 1 


1636 


3-Methylbutyl 


3 - Bromo - 4 - r luoropneny i 


1637 


z -Mecnyipropyi 


3 - loaopnenyi 


ib38 


-J -Metnyir>utyi 


j -ttromo-4-r luoropneny! 


1639 


z -raecnyipropyi 


pnenyi 


1640 


3-Methylbutyl 


Phenyl 


1641 


z -necnyipropyi 


3 -Mecnyipnenyi 


1642 


3-Methylbutyl 


j -Mecnyipnenyi 


1643 


z -Mecnyipropyi 


4 -Mecnyipnenyi 


1644 


z -Mecnyipropyi 


3 - Fiuoropnenyi 


164b 


3-Mecnylbutyl 


j - Fiuoropnenyi 


1646 


z -Mecnyipropyi 


4 - Fiuoropnenyi 


1647 


z -Mecnyipropyi 


z - Fiuoropnenyi 


1648 


3-Methylbutyl 


z - Fiuoropnenyi 


1649 


z -Mecnyipropyi 


3 , 4 -uxmetnyipnenyi 


16b0 


z -Mecnyipropyi 


j -Fiuoro-4 -mecnyipnenyi 
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16 51 

X \J _J -L. 


V — Mot* tTV 1 TNT"OT^\7 I 


-5 ^iiiorupnenyi 


Ibb2 


i — M<=» f MV i niit~\/ 1 

mJ 1 1C I Y J 


~i _ r ■ >n i nmnhonv 1 
^.iiiuiupuciiyi 


1674 


^ nc Lii y x M-i- uuy x 


"5—1 /""irtr™* — /l mo t* r 1 t~\ hfin\; 1 

-j iuuu *± uic t ny ipnciiy i 


1675 


v — Mot" t nrnnv 1 


c: _ Mo t~ h\7 1 - f hi o -nw I 
-3 rlCLiiyi"^- Lillciiyi 


1676 


i - M<=» 1~ h w I 1 


S _ Mo r n\r 1 - 7 - f- h T"Hrivr I 


1 5 7 7 


o riC L. ily XJJU L. y X 


j> v luuiODcnzyi 


1 71 ^ 


^ i—iiy ipi v^jt^y -A- 


>3 - Luioro — *± -nieLnyipnenyi 


1 71 £ 

X / X D 


i v its L.iiy ipiupyi 


z / *± , 3 x xxx luoropnenyj. 


X O / *x 


Duuy i 


o / ft -Luiucunyipficnyi 


lO / j 


'3 _7VTof- K"iT7 I t"*\ 7 1 

z t v ie uiiyipi upyi 


j / *± -ljiuicLnyipnsnyi 


~i tf "7 £ 


J Lily IJJUL y X 


j / fx uiiucunyipricnyi 


lO / / 


j i v ie u nyiJjULyi 


z / j -uiuieLfiyipncnyi 


lO / O 


z -ncLnyipropyi 


z / d -uiuieLnyipiicnyi 


T07Q 


o - wecnyiDULyi 


z , z) - jjxinecnyxpnenyx 


1 S 5 0 

J- 0 0 W 


-Mot - Ywt I nrnnv I 


X f J DCii^UUXUAUX «J y X 


1976 


j-MetnyiDutyi 


j -MecnoxyDenzyi 


2262 


Benzyl 


3 - cnioropnenyi 




Benzyl 


b-cmoro-2-met noxypne ny i 




Benzyl 


3 -Bromopnenyi 


2299 


Benzyl 


3 - loaopnenyx 



Example 27 




For each compound, the definitions of R 2 and R 3 are specified 
in the following table. 



compound no. 


K 2 


R 3 


1276 


2 -Metnyipropyi 


pnenyi 


1277 


pencyi 


pnenyi 


1278 


3-Methylbutyl 


pnenyi 


1279 


J-Methylbutyl 


j -Metnyipnenyl 


1280 


2 -Metnyxpropyi 


4 -Metnyipnenyi 


1281 


2 -Metnyxpropyi 


3 - Fiuoropnenyi 


1^82 


3 -MetnyiJDutyi 


i-Fiuoropnenyi 


128^1 


2 -Metnyipropyi 


4 - fiuoropnenyi 


1284 


Butyl 


2 - Fiuoropnenyi 


12db 


2 -Metnyxpropyi 


2 - Fiuoropnenyi 


12bb 


pencyi 


2 - Fiuoropnenyi 


l^B / 


3-Methylbutyl 


2 -Fiuoropnenyi | 


1288 


2 -Metnyipropyi 


j -Metnoxypnenyi 


1289 


3 -Metnyioutyi 


j -Metnoxypnenyi 


1290 


j -Metnymutyi 


4 -Metnoxypnenyi | 
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12 9 1 


2 -Metnylpropyi 


3 - Fiuoro-4 -metnylphenyi 


12 92 


3 -MetnyiDutyi 


2 - Fiuoro- 3 -metnylphenyi 


1293 


Butyl 


3 -cniorophenyi 


12 94 


2 -Metnylpropyi 


3 - cnioropnenyi 


1295 


pentyl 


3 -cnioropnenyi 


1296 


3 -Metnyimityi 


3 -cnioropnenyi 


129 7 


2 -Metnylpropyi 


3 , 4 -Ditiuoropnenyi 


129b 


2 -Metnylpropyi 


2 , 3 -Dinuoropnenyi 


| 1299 


3 -Methylbutyl 


2 , 3 - Dinuoropnenyi 


1,300 


3-Metnylbutyl 


2, b- Dinuoropnenyi 


1301 


2 -Metnylpropyi 


l, 3 -benzoaioxoi-b-yi 


1302 


2 -Metnylpropyi 


l, 3 -Benzoaioxoi-b-yi 


Ijod 


3 -we tnyioutyi 


b - cnioro- 2 -metnoxypnenyi 


13 B 7 


3 -Metnyimityl 


3 -Bromopnenyi 


1388 


2 -Metnylpropyi 


4 -Bromopnenyi 


1389 


2 -Metnylpropyi 


b -Metnyi - 2 - thienyl 


1390 


3-Metnylbutyl 


b - Metnyi - 2 - cnienyi 


168b 


3 -Metnyirmtyi 


2,3,6- in r luoropnenyi 



Example 28 



5 




For each compound, the definitions of R 2 and R 3 are specified 
in the following table. 



compound wo . 


H 2 






Butyl 


Fnenyi 




2 -Metnylpropyi 


pnenyi 




Fencyj. 


Phenyl 


130«> 


3 -Mecnyioucyx 


Fnenyi 


1307 


Butyl 


3 -Metnyipnenyi 


1308 


2 -Metnyipropyi 


3 -Metnyipnenyi 


1309 


pentyl 


3 -Metnyipnenyi 


1310 


3-MetnyiDucyi 


3 -Metnyipnenyi 


1311 


Bucyi 


4 -Metnyipnenyi 


1312 


z -Metnylpropyi 


4 -Metnyipnenyi 


1313 


3-Metnyioutyi 


4 -Metnyipnenyi 


1314 


3 -Metnyinutyi 


2 -Metnylphenyl 


131b 


Butyl 


3 - Fiuoropneny 1 


uib 


2 -Metnylpropyi 


3 - *' luoropnenyi 


1317 


pentyl 


3 - nuoropnenyi 


1318 


J -Methylbutyl 


3 - tiuoropnenyi 
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i j 19 


2 -Metnyipropyi 


4 - Fiuoropnenyi 




3 -Me cnyxDucyi 


4 - Fiuoropnenyi 


1 


Butyl 


2 - fc' luoropnenyi 




2 - Metnyipropyi 


2 - Fiuoropnenyl 


X J 2 J 


Pentyl 


2 - Fiuoropnenyi 




3 -MetnyiDutyi 


2 - Fiuoropnenyi 


"-* T T *3 C 


2 -Metnyipropyi 


4 - fcxnyipnenyi 




Butyl 


3 , 4 -Dimetnyipnenyi 


nT7 


2 -Metnyipropyi 


3 , 4 -Dimetnyipnenyi 


lizo 


3 -Metnyioutyi 


3 , 4 -Dimetnyipnenyi 


13 2 9 


2 -Metnyipropyi 


2 , 4 -Dimetnyipnenyi 


133 0 


Butyl 


3 -Metnoxypnenyl 


13 3 1 


2 -Metnyipropyi 


3 -Metnoxypnenyl 


13 3 2 


Pentyl 


3 -Metnoxypnenyl 


1333 


3 -MetnyiDutyi 


3 -Metnoxypnenyl 


1334 


Butyl 


4 -Metnoxypnenyl 


1335 


2 -Metnyipropyi 


4 -Metnoxypnenyl 


1336 


3 -MetnyiDutyi 


4 -Metnoxypnenyl 


13 3 7 


pentyl 


2 -Metnoxypnenyl 


133b 


3 -MetnyiDutyi 


2 -Metnoxypnenyl 


13 3 9 


Butyl 


3 - Fiuoro-4 -metnyipnenyi 


134 0 


pentyl 


3 - Fiuoro-4 -metnyipnenyi 


1341 


3 -MetnyiDutyi 


3 -Fiuoro- 4 -metnyipnenyi 


1342 


3 -MetnyiDutyi 


3 -Fiuoro- 2 -metnyipnenyi 


1343 


Butyl 


2 - Fiuoro- 3 -metnyipnenyi 


1344 


2 -Metnyipropyi 


2 - Fiuoro- 3 -metnyipnenyi 


1345 


Pentyl 


2 -Fiuoro- 3 -metnyipnenyi 


1346 


3 -MetnyiDutyi 


2 -Fiuoro -3 -metnyipnenyi 


134 7 


Butyl 


3 - cnioropnenyi 


134b 


2 -Metnyipropyi 


3 - cnioropnenyi 


1349 


pentyl 


3 - cnioropnenyi 


1350 


3 -MetnyiDutyi 


3 - cnioropnenyi 


13 bl 


2 -Metnyipropyi 


4 - Chioropnenyi 


13 b2 


pentyl 


4 - cnioropnenyi 


13b3 


3 -MetnyiDutyi 


4 - cnioropnenyi 


13b4 


Butyl 


2 - cnioropnenyi 


13 55 


2 -Metnyipropyi 


2 - cnioropnenyi 


13 56 


pentyx 


2 - cnioropnenyi 


1357 


3 -Metnyir>utyi 


2 - cnioropnenyi 


13 5b 


Butyl 


3 , 4 -Dit luoropnenyi 


13 59 


2 -Metnyipropyi 


3 , 4 -Dit luoropnenyi 


13 60 


pentyl 


3 , 4 -Dit luoropnenyi 


13 6 1 


3 -MetnyiDutyi 


3 , 4 -Dit luoropnenyi 


13 62 


Butyl 


2 , 3 -Dit luoropnenyi 


13 6 3 


2 - Metnyipropyi 


2 , 3 -Dit luoropnenyi 


13 64 


pentyl 


2,3- Di t luoropnenyi 


13 6 5 


3 -MetnyiDutyi 


2, 3 -Dit luoropnenyi 


13 6 6 


Butyl 


2 , 5 - Di t luoropnenyi 


13 6 7 


2 -Metnyipropyi 


2, 5 -Dit luoropnenyi 


■ - . fl 


Donf w i 


*s , j uii luuiopiicnyi 


1369 


3-Methylbutyl 


2, 5 -Dit luoropnenyi 


13 70 


Butyl 


2 , 4 -Dit luoropnenyi 


1371 


2 -Metnyipropyi 


2, 4 -Dit luoropnenyi 


1372 


pentyl 


2 , 4 -Dit luoropnenyi 


1373 


3-Methyibutyl 


2 , 4 -Dit luoropnenyi 
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1374 


"2 -Methylpropyl 


3 -Ethoxypnenyx 


X3 


3 - we Lfiy iDuty x 


i _ RFhoxvDJienvi 


137b 


Bucyi 


1, 3 -Benzoaxoxoi-b-yx 


13 7 7 


2 -Mecnyipropyx 


X / J — DCllfrwUlUAU X -J Jr J- 


1378 


pentyi 


X / «5 — DCil^UUXUAUl — ' y X- 




3 -MetnyiDucyi 




XJbO 


Bucyi 


*t — IMG l^Iljr X LlilU 


13bX 


2 -Mecnyipropyx 


A _ Mpf rtvitfllO 

t^henvl 

A XXV 


X382 


3 -MetnyiDuuyi 


O — £• X IX X >_>/ iilVw- Ullw/v y ^^A**«.**jr 


X3b3 


Bucyl 


7 - f^h 1 nrn - 4 - r i unronnenvl 


X3b4 


2 - Mecnyxpropyx 


J ~ L<iXi.UX \J XX UUi. W^*l&i*jr -L- 


X3bb 


3 -MetnyiDucyi 


O - wllUIU X X IXw X W^XA^xxjr ^ 


xjyl 


3-MecnyiDucyi 




X392 


pencyi 


D*^,illUIU lll^ l^X X\-/^*w jr £^X1.\-.A..4 jr 


X3y3 


3 -wecnyiDutyi 


j — VwllX UX w UlC L.iivAj» ^liv».*i j 


^ xjy4 


2 -Mecnyxpropyx 


^ , *r — XJX V*,XXX UX U^/AlCiiJf X 


xjyb 


3 -Mecnyioucyi 




ijyb 


Bucyl 






2 -Mecnyxpropyx 


, 3 — ylwlXUi. w^yxx^xxjf -x. 




Fencyx 


^ , ZD 'UlwlllUi. UpilCilJi' X 


uyy 


3 -Mecnyxoucyx 


, j*i/ltriilULwpiiciiy x 


X4U0 


2 - Mecnyxpropyx 


, *X — VX UUX V^/44V*i ^ -*» 


1401 


3 -Mecnyioucyi 


«6 , *x *i/icuxuxu^iiciijr a 


1402 


Bucyl \ 




1403 


2 -Mecnyxpropyx 


j — Ox uiuw^iiciiy x 


1404 


Pencyx 


^ - D x uuiupiiciiy x 


140S 


3 -Mecnyxoucyx 


j * Dx uuiuuiicii y x 


14Ub 


2 -Mecnyxpropyx 


~z — ox uiiiuuiiciiy x i 


14 07 


3 -Mecnyxoucyx 


*t — Dx wiiiWJuyixcAAjr x 


X4Ub 


3 -Mecnyxoucyx 


— 0 X willW^AidAjr 


X40y 


3 -Mecnyxoucyx 


■i _ Ummn-J -mphhvlDHSnvl 


^ X4XU 


Bucyx 


'j _ Uromn-i - +• luorophenvi 

.3 — OIUIUU •* xxuwiw^**w**j* 


X4XX 


2 - Mecnyxpropyx 


J ~" X3 X Wlllw *X X X X. w^/iiwiAjr * 


14X2 


pencyx 


J — X VJlllw *X XX UWX W^/ilw**j 


141J 


3 -Mecnyxoucyx 


J — OX VJlllw XX UwX W^/il^**7 * 


1414 


Bucyx 


J — XUUU^llwIiy -X. 


I41b 


2 - Mecnyxpropyx 


Jj X UUUU/llwil jr <X> 


X4Xb 


Fencyx 


«J X, UUW^/iiUl 4. jr a 


X4X7 


3 -Mecnyxoucyx 


«j X uuv^/i*wi* y 


141B 


Bucyx 


c: _ Mpi-hvl -2 - thxenvl 

^ ric UpXX y x wi*xw**y * 


X419 


2 - Mecnyxpropyx 


" c _ Mpf- hvl - 2 - thienvx 


X420 


Fencyx 


^-Mphhvl - 2 - thxenvl 


1421 


3 -Mecnyxoucyx 


^ - M*»f- hvl - 2 - thxenvx 


X422 


3 -Mecnyxoucyx 


"A - P I uorobenzvi 


1423 


3 -Mecnyxoucyx 




1424 


3 -Mecnyxoucyx 


-MpthoxvDenzvi 


T5B6 


2 -Methylpropyl 


2,4, fe-Trxtluorophenyx 


IfaB/ 


Butyl 


2,3, fe-Trxtluoropnenyl 


IfabH 


2 -Methylpropyl 


2,3, b-Trxtluorophenyl 


lb«y 


tencyl 


2,3, b-Trxtluorophenyl 


ltyo 


3-Methylbutyl 


2,3, 6-Trxtluorophenyx 


1691 


3-Methylbutyl 


2, b -Dimethyl -3- turyx 


1692 


Butyl 


4 , b-Uxmethyl-2-turyx 
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2-Methyxpropyx 


4 , b - uxmecny x - z - tui yx 




Pencyx 


4 , b - Jjimecny x - z - j-u.x y x, j 




3-Methylbutyl 


4, 5 - Dimecny x - z - iury -l 




2 - Me thy lpropy x 


Z- { 3 - inxenyx ; euxiexxyx 


iby/ 


Pentyl 


3 - unxoro- z - Lnxeuyi 


■ 169b 


3-Methyxr>utyx 


3 - unxoro- z - cmeuy jl 


lb y y 


^ — i v ic i_ x ly ipi y ■*» 


5 -Methylthxo- 2 - thxenyx 


170u 


3-Methylbutyl 


5 - Methyl thio- 2 - tmenyi 


r/2± 


Butyl 


T- Chloro - 4 -methylpnenyx 


r/zz 


2-Methyxpropyx 


3 - Chloro-4 -methylphenyx 


172J 


3-Methylbutyl 


1 3 -Chloro- 4 -methylphenyx 


1724 


z -wetnyxpropyl 


2 , 4 , S - Tr ichlorophenyl 



Example 29 




For each compound, the definitions of R 2 and R 3 are specified 

in the following table. * 



Compound wo. 


* 2 


K 3 


14fcs 


Methyl 


pnenyx — 


14fcy 


Allyx 


pnenyx 


14 7 u 


propyl 


Phenyl 


14 7 x 


Methyl 


3-Methylphenyl 


14'/z 


Allyl 


3 -Methylphenyl 


14 7 j 


Propyl 


3-Methylphenyl 


1474 


Propyx 


4 -Methylphenyl 


147 b 


Mecnyl 


3 - Fluoropnenyx 


147b 


Allyl 


3 - Fluorophenyl 


1477 


Propyx 


3 - Fluorophenyl 


1478 


Propyx 


4 - Fluoropnenyl 


147* 


Mecnyl 


2 - Fluorophenyl 


X480 


Allyx 


2 - F 1 uo r opneny 1 


1481 


Propyl 


2 - Fluoropnenyl 


1482 


Propyx 


"3 , 4 -Dimethylphenyl 


1483 


Propyl 


3 -Methoxypnenyl 


1484 


Propyx 


3~-Fluoro-4 -methylpnenyx j 


14bb 


Allyl 


3 - (Jhloropnenyl 


1486 


Propyx 


3 - Chi oropneny 1 


1487 


Propyx 


2 - Chlorophenyl 


1488 


propyl 


" 3 , 4 -Dx fluorophenyl 


1489 


Mecnyx 


2 , 3 - Ux t luoropneny 1 


1490 


Propyx 


2 , 3 - Dx t luoropheny 1 
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14yi 


Metnyi 


2 , b-Dxrxuoropnenyl 


14 y<! 


Allyl 


2 , b-uxr xuoropnenyl 




propyl 


2 , t>-Dir luoropnenyl 


14 94 


propyl 


2 , 4 -Dii xuoropnenyl 


14 9 b 


propyl 


1, 3-Benzoaioxoi-b-yi 


14yb 


propyl 


3 -Chloro-4-r xuoropnenyl 


14 9/ 


wecnyl 


5 - Chloro- 2 -me tnoxypneny x 


14yo 


Metnyi 


3-Tritluorometnyxpnenyx 


14yy 


propyl 


3 -Trxt luorometnyxpnenyx 


lbOo 


Metnyi 


2, b-Dichxoropnenyl 


lbbi 


propyl 


2 , b-Uxchxoropnenyl 




Metnyi 


3 -Bromopnenyl 


lbOJ 


Allyi 


3 -Bromopnenyx 


lb04 


propyl 


3 -Bromopnenyl 




propyl 


3 - B r omo - 4 - me t hy Ipheny 1 


lbUb 


Metnyi 


3 -Bromo -4 - r xuoropnenyx 


lbu/ 


Aliyi 


3 - Bromo - 4 - 1 luoropneny x 


lbUB 


propyl 


3 - Bromo - 4 - 1 luoropneny x 


lbuy 


Metnyi 


3-loaopnenyl 




txnyx 




lbn 


Allyx 


3 - loaopnenyl 




propyl 


3 - loaopnenyl 


lblJ 


propyl 


b - Methyl - 2 - thieny 1 


lbl4 


propyl 


3 - Fluoror>enzyx 


lblb 


wecnyl 


b - Ethoxy- 2 - tnienyi 



Example 3 0 




For each compound, the definitions of R 2 and R 3 are specified 



in the following table. 



compound 
No. 


* 2 


* 3 


1717 


propyl 


1 3-Chloro-4-methyxpnenyx 


1718 


Propyl 


2,4, b- Trxt luoropnenyl 


22J7 


Benzyl 


Phenyl 


2240 


Benzyl 


3 -Fluoropnenyx 


2241 


Benzyl 


4 - Fluoropneny 1 


2244 


Benzyl 


2 - Fluoropnenyx 


224b 


Benzyl 


3,4 -Dxmethylpnenyl 


224 7 


Benzyl 


3 , b-Dxmethylpnenyx 


224 a 


Benzyx 


2 , 3 -Dxmethylpnenyx 
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"2 ; b-Dxmethylphenyl 



^22E>0 



Benzyx 



"2 , 4 -Dxmethylpheny 1 



22b2 



22bb' 



Benzyx 
Benzyx 



"3 - Me thoxypnenyl" 
2 - Methoxypnenyl 



"22b6 



22by 



2263 



2264 



Benzyx 



Benzyx 
Benzyx 



Benzyx 



"3 - Fluoro- 4 -methyxpnenyl 



5 - t'luoro- 2 -methyxpnenyl 



^3 -Chloropnenyx 



4 -Chloropnenyl 



226b 
2267 



2270 



Benzyx 



Benzyx 



Benzyx 



"2 - Chloropneny x 



3 ; 4 -Ditluorophenyl 
2, 3-Di±luorophenyl 



2273 



2274 



227b 



2276 



2277 



Benzyl 



Benzyl 



Benzyx 



Benzyx 
Benzyl 



2, b- Uitluorophenyl" 
2, 4-Uitluorophenyl 



m^hoxyphenyl 
1, 3-Benzodioxoi-b-yi 



4 - Chlo ro - J -methy lpneny 1" 
3 - Chloro - 4 - 1 luoropnenyTT 



227B 



2279 



2280 



2283 



2284 



228b 
2286 



2287 



2288 



2290 



2291 



2294 



2296 



2297 



2300 



2301 



2303 
2308 



Benzyl 



Benzyl 
Benzyl 



Benzyl 



Benzyx 



Benzyl 



Benzyl 



Benzyx ' 
Benzyx 



Benzyl 



Benzyx 



Benzyl 



Benzyl " 
Benzyx 



Benzyl 



Benzyx 



Benzyx 



Benzyl 



2309 1 3-Methylbutyl 

232b J 3-Methyxoucyl 



2326 [ 3-Methylbutyl" 

2327 1 3-Methyxr>utyl 



3,4, b-Tntluoropnenyl 



2 ; b-Dimethoxyphenyi 



5 - Ch loro- 2 - met noxypne ny x 
4 - Chloro - 2 -metnoxypheny x 



3 -Trxtluorometnyxphenyx 



2-Tntluorometnyipnenyi 



3, 4 -Die 



hlorophenyl 



2 , 3 - Dichloropheny 1 
2 , 5 -Dichloropheny i 



LChloropnenyl 



2, 4 -Pic 
3 -Bromopnenyl 



2-Bromopnenyl 



3 - Bromo- 4 - 1 luoropnenyl " 



Iodophenyl 



2 - Methoxypnenyl 



2, b -Di metfaylpyrroi - j -yr 
2 ; 3 ; 6-Tritluorpnenyr" 



2 - Chlo ro - 6 - 1 luoropheny 1 
3- (Methyiaraino 



methyl) phenyl 



3- (Ethylammo 
methyl) phenyl 



"3- (allyxamino 
methyl) phenyl 



2328 



2329 



2330 
2331 



2332 



2333 



3-Methylbutyl 
3-Methylbutyl 



3-Methylbutyl 



3-Methylbutyl 



3-Methyxoucyl 



3 -MethyXDunyx 



(propylai 



m ethyl) phenyl 
3- I ICyclopropyl 



methyl) amino 
methyl] ph enyl 



"{ butylamxno 
met hyl ) phenyl 
3- [ (2-Methylpropyl) 



amino 
methyl] phenyl 



3 - (Pentyxamxno 

met hyl) phenyl 
3- L ( 3-Methylbutyl ) 



amino 
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methyl J phenyl j 


2JJ4 


3 -MetnyXDutyj. 


3 - [ { 2 -MethylPutyx ) 
amino 

methyl] phenyl 1 




3 -MecnyiDucyi 


3- (Hexylamxno j 
methyl) phenyl j 


| 233b 1 


3 - l v ie ully 1DUL y -L j 


'A - (Cvcxopropvx 
amino 

methyl ) phenyl _| 


[ 23 3 7 | 


Tf Mof h\/ 1 hnf v 1 1 

i -ricunyiDucyi 


3, [ (i-Methylethyl) 

aminomethyl] 1 
phenyl J 


j 2 3 3b j 


3 - IVieunyXPu.L.yx 


'A - (L'vclobucvi 

amino j 
methyl ) phenyl 1 


I 2339 j 


3 - IYie L-iiy XXjiIuy X ! 


1 - 1 ( 1 -Methvlpropvl ) 1 

aminomethyl] 
phenyl 




3-MecnyiDuuyi i 


3-1(1 — l-Dxmethvlethvl ) 

aminomethyl] j 
phenyl 


| 2341 


3-Metnyj.ouuyi i 


— "A - (LVciooentvi ~ 

amino 

methyl ) phenyl _J 


1 


3-MecnyiDucyi i 


1 (1-Methvlbutvi) "1 

aminomethyl] 

phenyl j 




3 -jviecnyxputyx 


1 - 1 ( 1 — 5 -DimethvlDropvl] 

aminomethyl] 
phenyl 


id J44 


| 3 -MetnyiDucyx 


4-1 ( 1 - Rthvlpropvl ) 1 
aminomethyl] 

phenyl J 




1 3 -lYietnyxputyx 


1 z 1 { 1 — T^T5xmethvlpropvl ) ! 
aminomethyl] 
nhenvl 


2344> 


3-Methylbutyl 


1 3- (Cyclohexyl 

I amino j 
methyl ) phenyl 


23S2 


3 -Methyxputyl 


f" 3- (Pxperxayl 
me thvl ) phenyl 


23bJ 


3-Methylbutyl 


I 3- (Morpholxn-4-yx 

methyl) phenyl | 


1 23b4 


j 3-MetnyiDuuyi 


t " 7- ( Azaoernvdiro 

epinylmethyl ) 

phenyl 1 


2ibb 


3-Methylbutyl 


■j 3- (Azapernyaro J 

ocinvlmethvl ) ! 
| phenyl 




3 -Metnyxouuyx 


H 3- (2-1, 2, 3,4-Teteranyaro 

isoquinolinyl 
methyl) 
phenyl 


2ib/ 


3-Metnyxputyx 


"j 3- IMethylpropyx j 

aminomethyl ) 
[ phenyl 
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For each compound, the definitions of R 2 and R 3 are specified 
in the following table. 



compound no. 


R 2 


*3 


2004 


^ -Met ny± propyl 


^ - ( 4 - cnioropnenyi ) ethenyl 



5 



Example 3 2 




10 For each compound, the definitions of R 2 and R 3 are specified 
in the following table. - 



compound wo. 


R 2 


*3 


zu20 


Methyl 


j-rmenyi 


zu21 


a -propyl 


j -Metnyi -2- cmeny i 


zv22 


Methyl 


4 -Mennyipenzyi 


ZUZ3 


Methyl 


z -Methylbenzyl 


zu24 


Metnyi 


J - h iuorooenzyi 
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For each compound, the definitions of R 2 and R 3 are specified 
in the following table. 



Zompounc 
No. 
202b 



3 -Pyrrol my 1 



2 , b- Uitluorophei iyl 
3 - Fluoropnenyl 



2026 



2027" 



2028 



2029 



3 -Pyrrol my 1 



Pyr rolmmyl 
Pyrrol lainyi 



l,2,b,b-Tetrahydro 
pyridyl 



2 , b-Ditluorophenyj. 



3 - Fluoropnenyl 



2, b-Ditluorophenyl 
3 - fluoropnenyl 



2030 



l,2,b,b-Tetrahydxo 
pyridyl 
^ipenayJ 




"1, 4-Thxazaper 
hydroin-4-yl 



20b0 



20b8 



2062 



1, 4-Thiazaper 
hy droin-4-yl 
[-dime thy 
p iperidyl 
r= dime thy 
piperidyl 
"Rzapernyaro 
ocinyl 




rnyaro 



" Azaperi 

Oc inyl __ ___ „ 
Fetrahydroiso 

quinolyl) 



2 - ( 1 ; 2 , 3 , 4 -Tetr a nyaroiso 



2, b-Ditluoropheuyl 
"3 - Fluoropiieny 1 



; - D 1 1 luorophenyl 
"3 - fluoropnenyl 
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-2Ufeb" 
"2 Ob 5" 



quTnoTyTT _____ 

-WeOiylprop ^ enyiciinino 

. i z — n _ an\; I arm no 



Die thylammu 



"2 ■ b-UxtluoropUeuy r 



1 - FIu orogKenyl 
T> . b-Uxlluoroplieuy TT 



-T lu oropneny 1 
i - D 1 1 IuoTopHenyl 
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2134 


pentyiamino 


z , b-Ditiuoropnenyi 


213b 


pentyiamino 


s - Kiuoropnenyi 


2138 


( 3 -Metnyioutyl ) 
amino 


z , b-Diriuoropnenyx 


2139 


( J-Methylbutyi) 
amino 


,3 - t'luoropnenyi 


2141 


(2-Methylbutyl) 
amino 


z , b-Diriuoropnenyi 


2142 


( 2 - Me tnyioutyi ) 
amino 


J - t'luoropnenyi 


214b 


Hexyiammo 


z , 5-Ditiuoropnenyi 


2146 


Hexyiammo 


3 - Kiuoropnenyi 


2148 


12- (Dimetnyi 
amino) ethyl] 
amino 


z , b-Ditiuoropnenyi 


2149 


12- (Dimethyl 
amino) ethyl] 
amino 


j - Fiuoropnenyi 


2lbU 


[3- ( Dimetnyi 
amino) propyl] 
amino 


z , b-Ditiuoropnenyi 


21S1 


13- (Dimethyl 
amino) propyl] 
amino 


j - Fiuoropnenyi 




1 2 - pyrrol lainyi 
ethyl ) amino 


z, b-Diriuoropnenyi 


2154 


( z - pyrroiiainyi 
ethyl) amino 


J -Fiuoropnenyi 


2 lb 7 


12- (Diethyl 
amino) ethyl] 
amino 


z , b-uiriuoropnenyi 


21b8 


12- iDietnyi 
amino) ethyl] 
amino 


3 - Fiuoropnenyi 


2161 


(2-Piperiayi 
ethyl ) amino 


z, b-uiriuoropnenyi 


2162 


t2-pipenayi 
ethyl) amino 


j - Fiuoropnenyi 


2164 


12- (1-Methyl 
pyrrolidine 2 -yl) ethyl] amino 


z , b-uiriuoropnenyi 


216b 


12- (l-Metnyi 
pyrrolidin-2-yl) ethyl] amino 


3 - Fiuoropnenyi 


2168 


L2- (Diethyl 
amino ) propyl ] 
amino 


2, b-uiriuoropnenyi 


2169 


12- (Diethyl 
amino ) propyl ] 
amino 


3 - Fiuoropnenyi 


2172 


K z -Morpnoiin-4 -yi 
ethyl) amino 


2, b-Diriuoropnenyi 


2173 


(2-Morpnoiin-4 -yi 
ethyl) amino 


j - Fiuoropnenyi 


2176 


{ i-worpnonn-4 -yi 
propyl ) amino 


z, b-uitiuoropnenyl 


2177 


1 u-Morpnoim-4-yi 
propyl) amino 


j - Fiuoropnenyi 
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2180 


L3 - 12-Metnyj. 
piper idyl) 
propyl] amino 


2 , b-Uitiuoropnenyi 


2181 


13- (2 -Methyl 
piperidyl) 
propyl] amino 


i - fiuoropnenyi 


2184 


13- (2-Oxo 
pyrrol idinyl) 
propyl] amino 


2, b-uiriuoropnenyi 


218b 


L3- (2-Oxo 
pyrrol idinyl) 
propyl] amino 


3 - Fxuoropnenyi 



Example 34 




For each compound, the definitions of R 2 and R 3 are specified 
in the following table. 



compound no . 


H 4 


*3 


2033 


pyrronainyi 


2 , b-DxtluoropnenyjL 


20J4 


pyrroiiamyi 


J - Fluoropnenyx 


20^t> 


1 , 2 , b , f> - Tecranyaro 
pyridyl 


2 , b-Ditluoropnenyx 


2U^b 


1 , 2 , b , 6 - Tetrahydro 
pyridyl 


3 - Fluoropnenyx 


203 / 


piperiayi 


2, b-Ditluoropnenyj. 


20js 


Morpnonnyi 


3 - Fiuoropnenyx 


2041 


4 -Methyl 
piperidyl 


2 , b-Ditluoropnenyx 


2042 


4 -Methyl 
piperidyl 


3 - Fluoropnenyi 


204b 


Azapernyaro 
Epinyl 


3 - Fiuoropnenyi 


204b 


1, 4-rniazaper 
hydroin-4-yl 


3 - t'luoropnenyx 


20bl 


3 , 3 -aimetnyi 
piperidyl 


2 , b-Ditluoropnenyx 
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2Ub2 


3 , 3 - dime tnyi 
piperidyl 


"3 - K 1 imTnnhpnv I 

— * -L -l~ L-LWX. uLJxicxiy X. 


20SS 


az ape rnyar o 
ocinyl 


2 , b-uir luoropnenyx 


20b6 


Azapernyaro 
Ocinyl 


3 - Fiuoropnenyi 


2059 


2- ( 1 2 3 4- 
Te t r ahydr o i s o 
rni i no 1 v 1 ) 


^ # — > l'x j. xuui upiiciiyi 


20feO 


2- 11,2,3,4- 
Tp t rahvd r~o i s o 
quinolyl ) 


J - Fiuoropnenyi 


206J 


we cny iprop - 2 - 
envl amino 


2 , b-uir luoropnenyi 


20fc4 


Metnyiprop- 2 - 
envlamino 


3 - Fiuoropnenyi 


2ob7 


Dietnyiammo 


J - Fiuoropnenyi 


2070 


nc k»xxjr x Lyx ir J 

amino 


V) L~ _ 111 t* 1 11 /-\ V* /"*"\T"" , 4 ^ y-» -» ^ 1 

^ , o JJixiuoropnenyi 


2 071 


Amino 


.j x? xuox oprienyx 


2074 


0 U V X Ill w Uliy Ji 

amino 


U - i n f 1 nnT*onhor»T/ 1 

^ / -3 uii x liqx opxieiryx 


2075 


Rnfv 1 mpf hv I 

xj uuy X lllw Lily X 

Amino 


o r ± uui upiicny i 


2078 


7 - prnnvletJivl 

amino 


t ~j i/x x x uux upiicny x 


2079 


i - ProDvietnvi 
amino 


3 — t'liio^onhpnv i 

«•/ x x uv J- wkyiiciiy x 


2082 


Diallvlammo 




20tiJ 


Diaiiyiamino 


3 - Muoropnenyi 


2085 


tjiorooviamino 


t i-* x x x uui LJkyiiCixjr x 


2087 


uipropyiammo 


3 - Fiuoropnenyi 


2oyo 


bucyietnyi 

Am i no 


2 , b-Ditiuoropnenyi 


2091 


Butylethyl 
Amino 


3 - tuuoropnenyi 


u y l 


V v_y x vj 

propylmethyl ) 

x v_/ ^/ y xciiitxiiw 


^ , D - jj 1 1 luo r opneny i 


209b 


(uycio 

*- X 111 w l»lXjr X. / 

o ttotdv 1 am i no 


j - t luoropnenyi 


2098 


Hexvimetnvi 
Amino 


^ t — ' jus xxx uw x wkyiiciiy x 


2099 


Hexy lme t ny l 
Amino 


3 - FiuoroDnenvi 


2X02 


DiDutyiamino 


2 , 5 -Dit luoropnenyi 


2l0J 


DiDutyiamino 


3 - f luoropnenyi 


2106 


Metnyiamino 


3 - Fluoropftenyl 


2109 


fcxnyiammo 


3 - Fiuoropnenyi 


2112 


Aiiyiammo 


2 , b-Dit luoropnenyi 


2113 


Aiiyiamino 


3 - Fiuoropnenyi 


2116 


Fropyiammo 


2 , b-Dir luoropnenyi 


2117 


Fropyiammo 


3 - Fiuoropnenyi 


2120 


{ cjy c l op ropy i 


2 , b-Dit luoropnenyi 
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2121 
2124 


metnyi) ammo 
v ^y<- lupxupyi 
methyl) amino 
Butyl 


j-tiuoropnenyl 
2, b-uir luoropheny 1 


212b 

212b 


DULyl 

{ 2 -Methylpropyl ) 
amino 


3 - ^'luoropheny 1 
2, b-biriuoropnenyl 


2129 

2132 


v ^ -ine cnyipropyi ; 
amino 
rentyiainino 


J - fiuoropnenyl 
2, b-uir luoropnenyl 


2i3j 
213fe 


Pencyiamino 
U-Methylbutyl) 
amino 


1 3-Fiuorophenyl 
2, b-uiriuoropnenyl 


21J7 


U-Methylbutyl) 
amino 


3 - fiuorophenyl 


214 0 
214J 

^1 44 


^ ^ -i v iecnyiDutyij 
amino 
Hexyiamino 


3 - tiuorophenyi 
2, b-uir luoropheny 1 


2lb2 

" Mice 


Hexyiamino 
(2-Fyrroiidmyl " 
ethyl) amino 


3 - Fluor ophenyl 
3 - tiuorophenyl 




12- UJietnyi 
amino) ethyl] 
amino 


2, s-uir luoropnenyl 




L2- (Diethyl 
amino) ethyl] 
amino 


3 - fiuorophenyl 




1 2 -Piper idyl 
ethyl) amino 


2, b-jJiriuor ophenyl 




(2-Fipendyl 
ethyl) amino 


3 - fiuoropnenyl 


T gg 1 


L2- ii -Methyl 
pyrrolidin-2- 
yl ) ethyl ] amino 


3 - *'iuorophenyl 




12- (uietnyi 
amino) propyl] 
amino 


2 , b - ui r luoropheny 1 


^J.67 


12- (Diethyl 
amino ) propyl ] 
amino 


i - Fluoropnenyl 


TT7T1 


l 2 -Morpnolin-4 -yi 
ethyl ) amino 


2 , b-uiriuorophenyl 


2171 " 


12 -Morpnolin-4 -yi 
ethyl ) amino 


3 - fiuorophenyl 




l J -Morpnonn-4 -yl 
propyl ) amino 


2, b-juir luoropheny 1 


2175 

yi7a 


t 3 -Morpholm-4-yl 
propyl) amino 


J - * luoropheny 1 




13 - 12-Mecnyi 
piperidyl) 
propyl] amino 


2 , b-uir luoropheny 1 




I J- (2-Methyl 
piperidyl) 
propyl] amino 


J - Muoropnenyl 




L3- (2 -Oxo 
pyrrol idinyl) 


2, b-uir luoropheny 1 
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propyl J amino 




2183 


U- (2-0xo 
pyrrol idinyl) 
propyl] amino 


j - t luorophenyl 



Example 3 5 




\ 

For each compound, the definitions of R 2 and R 3 are specified 
in the following table.. 



compound wo. 


*2 


H 3 


^147 


J -Metnyiputyi 


J - cm oropnenyi 


ZZ±3 


J -weeny iPutyi 


6 -Tnr luorometnyiphenyl • 




Butyl 


J -bromopnenyi 


2221 


z -Metnyipropyi 


j -bromopnenyi 


ZZZZ 


j -Metnyinutyi 


J -Bromopnenyi 



10 
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For each compound, the definitions of R 2 and R 3 are specified 
in the following table. 



compound 
No. 


R 2 


* 3 


2186 


Butyl 


z , b-uimecnoxypnenyi 


2187 


^-Metnyipropyi 


z , b-uimetnoxypnenyi 


2188 


s -Metnyibutyl 


z , b-jjimetnoxypnenyi 


2189 


tmtyi 


i - unxoro-4 -mecnoxypnenyi 


2190 


z -Metnyipropyi 


J -cnioro- 4 -metnoxypnenyi 


2191 


-5 -wetnyibutyl 


J -cnioro- 4 -metnoxypnenyi 


2192 


autyi 


b - cnioro - z -metnoxypnenyi 
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2193 


^ nc my ipropyi 


j b-cnioro- 2 -metnoxypnenyi 


2 194 


— Mo t" \r\\r 1 hM 1 t- ^/ l 
O rlcLiiyXDULyi 


^-L'nioro- 2 -metnoxypnenyi 


2195 


^ nc Liiyipr opyi 


4 - Ciilbro- 2 -metnoxypnenyi 


2195 




3 - Tr 1 1 luorome t nyipheny 1 


2197 


4 IMtr Lily XpiTOpy X 


3 - rrir luorome tnyipnenyi 


2198 


TJ _ ft/1 ^ f h\; 1 it-ir 1 

o ncLnyiDutyi 


3 -Trii luorome tnyipnenyi 


2 1 i s 


outyi 


^ - xr i r luorome tnyipnenyi 


2200 

C< u u 


o - i v ie u riy x JD u U y 1 


2 -Tririuoromecnyipnenyi 


^ ^ U 1 


u n f if I ™ 


3 , 4 -uicnioropnenyi | 


£t £t \J £t 


^ - i v ieuriy i propyl 


3 , 4-Dicmoropnenyl 


2203 


o - rie Lny iDiiuy i 


3 , 4-uicnioropnenyi 


2204 


t5UL.y X 


2, b -uicnioropnenyi 


j-. ^ \j j 


£ -Mecnyipropyi 


2, b-uicmoropnenyi 


At ^ w O 


pentyi 


2, b -uicnioropnenyi 


2207 


3 -Metnyioutyi 


2, b- uicnioropnenyi 


'J l\ A 

^ w o 


Butyl 


2 , 4 -uicnioropnenyi 


^. \j y 

tti n 


2 -Metnyipropyi 


2 , 4 -uicnioropnenyi 


^ ^ X u 


3 -Metnyioutyi 


2 , 4 -uicnioropnenyi 




Butyl 


3 - b r omopne ny l 


^ ^ x ^ 


^ - we cnyi propyl 


3 -Bromopnenyl 




Pentyi 


3 -Bromopnenyi 




3 -Metnyioutyi 


3 - Bromopnenyi 


Z Z 1 J 

g 


2 -Metnyipropyi 


4 -Bromopnenyi 




Butyl 


2 -Bromophenyl 




2 -Metnyipropyi 


2 - Bromopnenyi 


2 2 1 n 

^ ^ X o 


3 -Metnyi.Dutyi 


2 - Bromophenyl 


^ A o 


2 - Metnyipropyi 


3 - pnenoxyphenyl 




^ -Metnyipropyi 


4 - pnenoxyphenyl 


V "2 "3 


2 -Metnyipropyi 


3 - Bromo -4 -met nyipheny 1 


W J i tz 
4 ^ o 


pentyi 


3 -Bromo -4 -met nyipheny 1 


^ t 


j -wetnyioutyi 


3 -Bromo -4 -metnyiphenyl 


^ 4£ ^ O 


Butyl 


3 -Bromo -4 -metnyiphenyl 


A ^ A -7 

T'nn 


2 -Metnyipropyi 


3 - Bromo -4 -metnyiphenyl 


Z/ jU 


pentyi 


3 -Bromo -4 -me tnyipnenyi 




3 -Metnyioutyi 


3 - Bromo- 4 -metnyiphenyl 


22 32 


Butyi 


3 - loaopnenyi 


Zz J J 


2 -Metnyipropyi 


3 -loaophenyl 




Pentyi 


3 -loaopnenyi 


^ ^ O 3 


j -Metnyioutyi 


3 - lociopnenyi 


ZZJD 


2 -Metnyipropyi 


4 - lodophenyi 


'J T n 

ZolU 


2 -Metnyipropyi 


2, 3 , b, b- Tetrariuoro 
phenyl 


2"*TT 


2 -raetnyipropyl 


2,4, b-Tririuoropnenyl 


^ O X 


Butyl 


2,3, b-Tritiuorophenyi 




2 -Metnyipropyi 


2,3, b-Tritiuoropnenyl 


2314 


pentyi 


2,3, b-Tnriuoropnenyl 


2J1S 


3 -Metnvifiutvl 


^ , -3, o 1 1 111 LKj ropneny x 


2J16 


Butyl 


3 -unioro- b - r luorophenyl 




Pentyi 


3 - cnioro- b - r luorophenyl 


2J1H 


3 -Metnyibutyl 


3 - cnioro- b - 1 luorophenyl 


2J19 


Butyl 


2-Fiuoro-b- 
trif luoromethylphenyl 
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Example 3 7 




For each compound, the definitions of R 2 and R 3 are specified 
5 in the following table. 



compound no. 


K 2 


" 3 


2J04 


z -Metnyxpropyx 


b -weeny i - z - thienyx 



Example 3 8 



10 




For each compound, the definitions of R 2 and R 3 are specified 
in the following table. 



compouna wo. 


k 2 


H 3 


zsao 


z -Metnyxpropyx 


2 , 4 -Dir xuoropnenyi 




z -Metnyxpropyx 


2H-Benzoiaj I, j-aioxoiane 




z -Metnyxpropyx 


j-cnioro-4-mecnyipnenyi 
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For each compound, the definitions of R 2 and R 3 are specified 
in the following table. 



5 



compound wo . 


k 2 


* 3 




z -Mecnylpropyl 


5 - Me tnyj. - z - thienyl 



Example 4 0 




F 



For each compound, the definitions of R 2 and R 3 are specified 
in the following table. 



uompouna wo . 


* 2 


*3 




a -wetnyxpropyi 


J-cnxoro-4-methylphenyl 


2384 


z -Methyxpropyx 


^ , 4 -Ditiuoropnenyi 




^ -Methyxpropyx 


^H-Benzo iaj i, J-dioxolane 
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For each compound, the definitions of R 2 and R 3 are specified 
in the following table. 



compound jmo. 


* 2 


" 3 




Fencyj. 


J -Kiuoro-4 -metnyiphenyl 



Example 42 

Assay for GABA. Receptor Binding 

10 

The following assay is a standard assay for GABA A receptor 
binding. 

The high affinity and high selectivity of compounds of 
this invention for the benzodiazepine site of the GABA A 

15 receptor is confirmed using the binding assay described in 
Thomas and Tallman (J*. Bio. Chem. 1981; 156:983 8-9842, and J". 
Neurosci. 1983; 3:433-440). 

Rat cortical tissue is dissected and homogenized in 25 
volumes (w/v) of Buffer A (0.05 M Tris HC1 buffer, pH 7.4 at 4 

20 °C) . The tissue homogenate is centrifuged in the cold (4 °C) 
at 20,000 x g for 20 minutes. The supernatant is decanted, the 
pellet rehomogenized in the same volume of buffer, and 
centrifuged again at 20,000 x g. The supernatant of this 
centrifugation step is decanted and the pellet stored at -20 °C 

25 overnight. The pellet is then thawed and resuspended in 25 
volumes of Buffer A (original wt/vol) , centrifuged at 20,000 x 
g and the supernatant decanted. This wash step is repeated 
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once. The pellet is finally resuspended in 50 volumes of 
Buffer A. 

Incubations containi 100 1 of tissue homogenate, 100 1 
of radioligand, (0.5 nM 3 H-Rol5-1788 [ 3 H-Flumazenil] , specific 
5 activity 80 Ci/mmol) , and test compound or control (see below) , 
and are brought to a total volume of 500 1 with Buffer A. 
Incubations are carried for 3 0 min at 4°C and then rapidly 
filtered through Whatman GFB filters to separate free and bound 
ligand. Filters are washed twice with fresh Buffer A and 

10 counted in a liquid scintillation counter. Nonspecific binding 
(control) is determined by displacement of 3 H Rol5-1788 with 10 
M Diazepam (Research Biochemicals International, Natick, MA) . 
Data were collected in triplicate, averaged, and percent 
inhibition of total specific binding (Total Specific Binding = 

15 Total - Nonspecific) was calculated for each compound. 

A competition binding curve is obtained with up to 11 
points spanning the compound concentration range from 10" 12 M to 
10" S M obtained per curve by the method described above for 
determining percent inhibition. K A values are calculated 

20 according the Cheng -Prussof equation. When tested in this 
assay compounds of the invention exihibit K ± values of less 
than 1 uM, preferred compounds of the invention have K ± values 
of less than 500 nM and more compounds of the invention have K ± 
values of less than 100 nM. 

25 

Example 43 

Assay for GABA, Receptor Functional Activity 

Electrophvsioloqy 

3 0 The following assay is used to determine if a compound of 

the invention act as an agonist, an antagonist, or an inverse 
agonist at the benzodiazepine site of the GABA A receptor. 

Assays are carried out as described in White and Gurley 
(NeuroReport 6: 1313-1316, 1995) and White, Gurley, Hartnett, 

3 5 Stirling, and Gregory (Receptors and Channels 3.: 1-5, 1995) 
with modifications. Electrophysiological recordings are carried 
out using the two electrode voltage -clamp technique at a 
membrane holding potential of -70 mV. Xenopus Laevis oocytes 
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are enzymatically isolated and injected with non-polyadenylated 
CRN A mixed in a ratio, of 4:1:4 for , and subunits' 

respectively. Of the nine combinations of , and subunits 
described in the White et al . publications, preferred 
5 combinations are 1 2 2 , 2 3 2, 332. and 5 3 2. Preferably all 
of the subunit cRNAs in each combination are human clones or 
all are rat clones. The sequence of each of these cloned 
subunits is available from GENBANK, e.g., human lt GENBANK 
accession no. X14766, human 2 , GENBANK accession no. A28100; 

10 human 3 , GENBANK accession no. A28102; human 5 , GENBANK 
accession no. A28104; human 2 , GENBANK accession no. M82919; 
human 3 , GENBANK accession no. Z20136; human 2/ GENBANK 
accession no. X15376; rat 1# GENBANK accession no. L08490, rat 
2 , GENBANK accession no. L084 91; rat 3 , GENBANK accession no. 

15 L08492; rat 5 , GENBANK accession no. L08494; rat 2 , GENBANK- 

accession no. X15467; rat 3/ GENBANK accession no. X15468; and f 
rat 2 , GENBANK accession no. L08497. For each subunit i 
combination, sufficient message for each constituent subunit is *f 
injected to provide current amplitudes of >10 nA when 1 jxM GABA 

20 is applied. 

Compounds are evaluated against a GABA concentration that 
evokes <10% of the maximal evokable GABA current (e.g. 1 M - 9 

M) . Each oocyte is exposed to increasing concentrations of * ■ 
compound in order to evaluate a concentration/effect 

25 relationship. Compound efficacy is calculated as a percent- 
change in current amplitude: 100* ( (Ic/I) -1) , where Ic is the 
GABA evoked current amplitude observed in the presence of test 
compound and I is the GABA evoked current amplitude observed in 
the absence of the test compound. 

3 0 Specificity of a compound for the benzodiazepine site is 

determined following completion of a concentration/effect 
curve. After washing the oocyte sufficiently to remove 
previously applied compound, the oocyte is exposed to GABA + 1 
fiM R015-178 8, followed by exposure to GABA + 1 /iM R015-178 8 + 

35 test compound. Percent change due to addition of compound is 
calculated as described above. Any percent change observed in 
the presence of R015-1788 is subtracted from the percent 
changes in current amplitude observed in the absence of 1 
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ROlS-1788. These net values are used for the calculation of 
average efficacy and EC 50 values by standard methods. To 
evaluate average efficacy and EC 50 values, the 
concentration/effect data are averaged across cells and fit to 
the logistic equation. 



Example 44 

Preparation of radiolabeled probe compounds of the invention 

10 The compounds of the invention are prepared as 

radiolabeled probes by carrying out their synthesis using 
precursors comprising at least one atom that is a radioisotope. 
The radioisotope is preferably selected from of at least one of 
carbon (preferably 14 C) , hydrogen (preferably 3 H) , sulfur 

15 (preferably 35 S) , or iodine (preferably 125 I) . Such radiolabeled 
probes are conveniently synthesized by a radioisotope supplier 
specializing in custom synthesis of radiolabeled probe 
compounds. Such suppliers include Amersham Corporation, 

Arlington Heights, IL; Cambridge Isotope Laboratories, Inc. 

20 Andover, MA; SRI International, Menlo Park, CA; Wizard 
Laboratories, West Sacramento, CA; ChemSyn Laboratories, 
Lexena, KS; American Radiolabeled Chemicals, Inc., St. Louis, 
MO; and Moravek Biochemicals Inc., Brea, CA. 

Tritium labeled probe compounds are also conveniently 

25 prepared catalytically via platinum- catalyzed exchange in 
tritiated acetic acid, acid-catalyzed exchange in tritiated 
trif luoroacetic acid, or heterogeneous -catalyzed exchange with 
tritium gas. Such preparations are also conveniently carried 
out as a custom radiolabeling by any of the suppliers listed in 

3 0 the preceding paragraph using the compound of the invention as 
substrate. In addition, certain precursors may be subjected to 
tritium-halogen exchange with tritium gas, tritium gas 
reduction of unsaturated bonds, or reduction using sodium 
borotritide, as appropriate. 

35 

Example 45 

Use of compounds of the invention as probes for GABA, receptors 
in cultured cells and tissue samples 



102 



BNSOOCID: <WO_0059905A1 J_> 



WO 00/59905 PCT/US00/08610 

Receptor autoradiography (receptor mapping) of NK-3 or 
GABA A receptors in cultured cells or tissue samples is carried 
out in vitro as described by Kuhar in sections 8.1.1 to 8.1.9 
of Current Protocols in Pharmacology (1998) John Wiley & Sons, 
5 New York, using radiolabeled compounds of the invention 
prepared as described in the preceding Example. 

The invention and the manner and process of making and 
using it, are now described in such full, clear, concise and 

10 exact terms as to enable any person skilled in the art to which 
it pertains, to make and use the same. It is to be understood 
that the foregoing describes preferred embodiments of the 
present invention and that modifications may be made therein 
without departing from the spirit or scope of the present 

15 invention as set forth in the claims. To particularly point 
out and distinctly claim the subject matter regarded as 
invention, the following claims conclude this specification. 
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WHAT IS CLAIMED IS: 

1. A compound of the formula: 

R 3 X-W 

Ri 

or pharmaceutical ly acceptable non-toxic salts thereof 

wherein: 

W represents 

R 4 R4 

Z Re Z 

where Z is O, or S; 
R x represents phenyl, Ci-C 6 alkyl, cyclopentyl, 

eye lohexy 1 , benzyl , 3 - f luorobenzy 1 , or 

eye lop ropy lmethyl ; 
R 2 represents 
hydroxyl ; 

Ci-C 6 alkyl or C x -Ce alkoxy, each of which are 
optionally substituted with amino, mono or di(Ci- 
C 6 ) alkylamino, a C 5 -C 7 heterocycloalkyl group 
where the heteroatom is nitrogen and the 
nitrogen is attached to the parent alkyl 
portion; 

0(CH2) n C02R8 where n= 1,2, 3,4, NR 8 COR9, CORs , CONR 8 R9 
or CO2R8 where R 8 and R9 are the same or 
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different and represent hydrogen or C^-Ce alkyl; 

or 

*™ « *™<= a " 5. 6- or 7-membered heterocyclic 
NR8R9 forms a b , o / 

ring ; 
or R 2 represents 
hydrogen or 
a group of the formula 

_rV R * 
1 

Rn 

where 

R n and R k independently represent d-d alkyl, 
C 2 -C 6 alkenyl, d-d cycloalkyl (d-d) alkyl, 
benzoyl where the phenyl portion is 
optionally substituted with halgoen, d-d 
alkyl, or d-d alkoxy; 
a group of the formula IV- a 

IV-a 

where p, s, and t independently represent 
1 or 2; 

j is CH, N, O, or a carbon atom 
substituted with d-d alkyl; or 
NRkRn represents 
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where s, t, and J are as defined above; 
R 3 represents 

Ci-C« alkyl, allyl, cyclopropylmethyl , cyclopentyl; or 
benzyl optionally mono-, di-, or trisubstituted 
independently with 
halogen, nltro, trif luoromethyl , 

trif luoromethoxy, cyano, or hydroxy; 
Cl -C 6 alkyl or d-C alkoxy, each of which is 
optionally substituted with amino, mono or 
di(d-C s ) alkylamino, a C 5 -C 7 

heterocycloalkyl group where the heteroatom 
is nitrogen and the nitrogen is attached to 
the parent alkyl port ion ; 
0(CH 2 >nC0 2 R8 where n-1.2.3.4. NR 8 COR 9 , COR 8 , 
CONR 8 R9 or C0 2 R8 where R 8 and R9 are the 
same or different and represent hydrogen or 
Ci-C 6 alkyl; 

NR 8 r 9 forms a 5-, 6-, 7-membered heterocyclic 
ring ; 

S0 2 R 8 . NHS0 2 R 8 , S0 2 NHR8, S0 2 NHCOR 8 , CONHS0 2 R 8 
where R 8 is defined as above; 
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0(CH 2 )n-G where n=l,2,3,4 and G is S0 2 R8 . 

NHS0 2 R8- S0 2 NHR 8 , S0 2 NHCOR 8 , or CONHS0 2 R8 . 
where R 8 is as defined above; or 
tetrazole, triazole, imidazole, thiazole, 
oxazole, thiophene, or pyridyl; 
R 4 , R 5 and R 6 are the same or different and represent 
hydrogen ; or 

d-C 6 alkyl or d-C 6 alkoxy, each of which is 
optionally substituted with amino, mono or 
di(Ci-Cg) alkylamino, a C 5 -C, heterocycloalkyl 
group where the heteroatom is nitrogen and the 
nitrogen is attached to the parent alkyl 
portion, Ci-C 6 alkylthiol, or halogen; 

0(CH 2 ) n C0 2 R 8 where n=l,2,3,4, NR 8 COR 9 , COR 8 , CONR 8 R 9 
or C0 2 R 8 where R 8 and R9 are the same or 
different and represent hydrogen or d-Ce alkyl; 
NR 8 R 9 forms a 5-, 6-, or 7-membered heterocyclic 
ring ; or 

R 4 and R 5 can form a 1 , 3 -dioxolene ring; 
X represents a bond, di 2 , or CHCH; and 

A, B, C, and represent N or CH with the proviso that not 
more than two of A,B,C, or D represent N. 
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2. A compound according to claim 1, which is N- 
( ( 3 -cyclopropylmethyl imidazole- [5,4 -b]pyr idin-2 - 
yl) methyl) (3-f luorophenyl) -N-propylcarboxamide. 

3. A compound according to claim 1, which is N- 
[ ( 3 -cyclopropylmethylimidazolo [ 5 , 4 -b] pyridin- 2 - 
yDmethyl] (2 , 5-dif luorophenyl) -N-propylcarboxamide. 

4. A compound according to claim 1, which is N- 
( ( 3 -n-butyl - imidazole [ 5 , 4 -b] pyridin- 2 -yl ) methyl] ( 3 - 
iodophenyl) -N-propylcarboxamide . 

5. A compound according to Claim 1, which is N- 
[benzoyl] -N-methyl-l-n-propyl-2- (methanamine) -5- 
fluorobenz imidazole . 

6. A compound according to claim 1, which is (2,5- 
dif luorophenyl) -N- { [5- (morpholin-4-ylmethyl) -1- 
propylbenz imidazol - 2 -y 1 1 methyl } -N-propylcarboxatnide . 

7. A compound according to claim 1, which is (2,5- 
dif luorophenyl) -N-methyl-N-.[ (i-propylbenzimidazol-2- 
yl) methyl] carboxamide . 
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8. A compound according to claim 1, which is N- 

[ (6-chloro-l-propylbenzimidazol-2-yl)methyl] (2,5- 
dif luorophenyl) -N-propylcarboxamide . 

9. A compound according to claim 1, which is N- 
({Sr (diethylamino) methyl] - l-butylbenzimidazol-2 - 

yl} methyl) (3 -f luorophenyl) -N-propylcarboxamide . 

10. A compound according to claim 1, which is N- 
[ (7-chloro-l-propylbenzimidazol-2-yl)methyl] (3- 

f luorophenyl) -N-methylcarboxamide . 

11. A compound according to claim 1, which is N- 
[ (7-chloro-l-propylbenzimidazol-2-yl)methyl] (3- 

f luorophenyl ) -N-propylcarboxamide . 

12. A compound according to claim 1, which is N- 
[ ( 6 - chloro - 1 -propy Ibenz imidazol - 2 -yl ) methyl ] { 3 - 

[ < me thylamino) methyl] phenyl } -N-propylcarboxamide . 

13. A compound according to claim 1, which is (3- 
f luorophenyl) -N- [ (4-f luoro-l-propylbenzimidazol-2- 
yDmethyl] -N-propylcarboxamide. 

14. A compound according to claim 1, which is (2,5- 
dif luorophenyl) -N- { [1- (cyclopropylmethyl) benzimidazol-2 - 
yl] methyl } -N-propylcarboxamide . 
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15. A compound according to claim 1, which is N- 
{ [5- (N, N-diethylcarbamoyl) -l-propylbenzimidazol-2- 

yl ] methyl} ( 3 - f luorophenyl ) -N-propylcarboxamide . 

16. A compound according to claim 1, which is (2,5- 
dif luorophenyl) -N- [ (4-f luoro-l-propylbenzimidazol-2- 

yl) methyl] -N-propylcarboxamide. 

17. A compound according to claim 1, which is N- 
{ [6-chloro-l- (cyclopropylmethyl) benz imidazol- 2- 

yl] methyl} ( 3 -f luorophenyl ) -N-propylcarboxamide. 

18. A compound according to claim 1, which is (2,5- 
dif luorophenyl) -N- ({5- [ (ethylamino) methyl] -1- 
propylbenzimidazol- 2 -yl} methyl) -N-propylcarboxamide . 

19. A compound according to claim 1, which is (2,5- 
dif luorophenyl) -N-propyl-N- ( { l-propyl-5- 

[ (propylamino) methyl] benzimidazol-2- 
yl } methyl) carboxamide . 

20. A compound according to claim 1, which is (2,5- 
dif luorophenyl) -N- ({5- [ ( me thy lamino) methyl] -1- 
propylbenz imidazol - 2 -yl } methyl ) -N-propylcarboxamide . 

21. A compound according to claim 1, which is N- 
[ ( 6 -chloro-l-propylbenz imidazol- 2 -yl) methyl] {4- [2- 

( ethylamino) ethoxy] phenyl } -N- ( 3 -methylbutyl ) carboxamide . 
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22. A compound according to claim 1, which is N- 
[ (6-chloro-l-propylbenzimidazol-2-yl)methyl] -N- (3- 
methylbutyl) {4- [2- (propylamino) ethoxy] phenyl } carboxamide . 

23. A compound according to claim 1, which is N- 
[ (6-chloro-l-propylbenzimidazol-2-yl)methyl] (2- 

methyl ( 1 , 3 - thiazol-4 -yl) ) -N- ( 2 -methylpropyl) carboxamide . 

24. A compound according to claim 1, which is (5- 
bromo (2-thienyl) ) -N- [ (6-chloro-l-propylbenzimidazol-2- 
yl) methyl] -N- (2 -methylpropyl) carboxamide. 

25. A compound according to claim 1, which is [3- 
( 2 -bromoethoxy) phenyl] -N- [ (6-chloro- l-propylbenzimidazol- 
2 -yl) methyl] -N- (2 -methylpropyl) carboxamide . 

26. A compound according to claim 1, which is N- 
[ (6-chloro-l-propylbenzimidazol-2-yl) methyl] -N- (2- 
methylpropyl) {3- [2- 

( propylamino) ethoxy] phenyl } carboxamide . 

27. A compound according to claim 1, which is N- 
[ (6-chloro-l-propylbenzimidazol-2-yl) methyl] (3- {2- [ (2- 
methoxyethyl) amino] ethoxy} phenyl) -N- (2- 
methylpropyl) carboxamide . 
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28. A compound according to claim 1, which is N- 

[ (6-chloro-l-propylbenzimidazol-2-yl)methyl] (3- {2 - [ (2- 
ethoxyethyl) amino] propoxy} phenyl) -N- (2- 
methylpropyl) carboxamide . 

29. A compound according to claim 1, which is N- 
[ (6-chloro-l -propylbenzimidazol- 2 -yl) methyl] (3- (2-{ [2- 
(methylethoxy) ethyl] amino} propoxy) phenyl] -N- (2- 
methylpropyl ) carboxamide . 

30. A compound according to claim 1 for use in 
therapeutic treatment of a disease or disorder . associated 
with pathogenic agonism, inverse agonism or antagonism of 
the GABA A receptor. 

31. A pharmaceutical composition comprising a 
compound according to claim 1 combined with at least one 
pharmaceutical ly acceptable carrier or excipient- 

3 2 , A method for the treatment or prevention of a 
disease or disorder associated with pathogenic associated 
with pathogenic agonism, inverse agonism or antagonism of 
the GABA A receptor, the method comprising administering to 
a patient in need of such treatment or prevention an 
effective amount of a compound of claim 1. 

33. The use of a compound according to claim 1 for 
the manufacture of a medicament for the treatment or 
prevention of a disease or disorder associated with 
pathogenic agonism, inverse agonism or antagonism of the 
GABA A receptor. 

186 



BNSDOCIO: <WO 0059905A1J_> 



WO 00/59905 



PCJ/USOO/08610 



34 . The use of a compound according to claim 1 for 
the manufacture of a medicament for the treatment or 
prevention of anxiety, depression, sleep disorders, or 
cognitive impairment . 

35. A method according to claim 32 wherein the 
disease or disorder associated with pathogenic agonism, 
inverse agonism or antagonism of the GABA A receptor is 
anxiety, depression, a sleep disorder, or cognitive 
impairment . 

36. A method for localizing GABA A receptors in a 
tissue sample comprising: 

contacting the sample with a detectably- labeled compound 
of claim 1 under conditions that permit binding of the 
compound to GABA A receptors, washing the sample to remove 
unbound compound, and detecting the bound compound. 

37. A method for altering the signal- transducing 
activity of GABA A receptors, the method comprising 
exposing cells expressing GABA A receptors to a compound 
according to claim 1 . at a concentration sufficient to 
inhibit R015-1788 binding to cells expressing a cloned 
human GABA A receptor in vitro. 

38. A packaged pharmaceutical composition comprising 
the pharmaceutical composition of claim 28 in a container 
and instructions for using the composition to treat a 
patient suffering from a disorder responsive to agonism, 
inverse agonism or antagonism of the GABA A receptor. 
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39. The packaged pharmaceutical composition of 
claim 38, wherein the patient is suffering from anxiety, 
depression, a sleep disorder, or cognitive impairment. 

40. A compound according to claim 1 wherein the 
compound exhibits an IC 50 of 1 micromolar or less in a 
standard assay of GABA A receptor binding. 

41. A compound according to claim 1 wherein the 
compound exhibits an IC 50 of 100 nanomolar or less in a 
standard assay of GABA A receptor binding. 

42. A compound according to claim 1 wherein the 
compound exhibits an IC 50 of 10 nanomolar or less in a 
standard assay of GABA A receptor binding. 

43. A compound according to claim 1 which has the 
formula 




where R 2 and R 3 are defined in the following table: 



R 2 


R3 


Methyl 


3 - Fluorophenyl 


Allyl 


3 - Fluorophenyl 


Propyl 


3 - Fluorophenyl 


Allyl 


3 - Fluorophenyl 


Propyl 


3 - Fluorophenyl 


Propyl 


3 , 4 -Di fluorophenyl 


Allyl 


2 , 5 - Di f luoropheny 1 


Propyl 


2, 5 -Di fluorophenyl 


Propyl 


1 , 3 -Benzodioxol-5-yl 
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Allyl 


3 -Chloro-4 - f luorophenyl 


Propyl 


3 - Chloro - 4 - f luorophenyl 


Methyl 


5 - Chloro - 2 -methoxyphenyl 


3-Methylbutyl 


3-{2-[(3- 

Methoxypropyl) amino] ethoxy }phenyl 


3-Methylbutyl 


3-{2 - [ ( 3 -Ethoxypropyl) amino] ethoxy) phenyl 


3-Methylbutyl 


3- {2- [ (3 -Ethoxypropyl) amino] ethoxy) phenyl 


3-Methylbutyl 


3- [2- (Benzylamino) ethoxy] phenyl 


3-Methylbutyl 


3- [2- (Benzylamino) ethoxy] phenyl 


2-Methylpropyl 


3-{2- [ (3-i- 

Propoxypropyl) amino] ethoxy } phenyl 


3-Methylbutyl 


3-{2- [ (3-i- 

Propoxypropyl) amino] ethoxy }phenyl 


Benzyl 


3 - Chloro- 2 - thienyl 


4 - Fluorobenzyl 


3 - Chloro - 2 - thienyl 


Benzyl 


3 - Chloro- 4 -methylphenyl 


2 - Fluorobenzyl 


3 - Chloro- 4 -methylphenyl 


4 - Fluorobenzyl 


3 -Chloro -4 -methylphenyl 


4 - Fluorobenzyl 


2 - Fluoro- 6 - 1 r if luoromethylphenyl 


4 - Fluorobenzyl 


3 , 5-Dibromophenyl 


Pentyl 


3 - Bromopheny 1 


3-Methylbutyl 


3 - Bromopheny 1 


2 - Me t hy 1 p r opy 1 


4 - Bromopheny 1 


3-Methylbutyl 


4 - Bromopheny 1 


Butyl 


2 - Bromopheny 1 


Pentyl 


2 -Bromophenyl 


3-Methylbutyl 


2 -Bromophenyl 


3-Methylbutyl 


3 -Methoxyphenyl 


3-Methylbutyl 


2 -Methoxyphenyl 


3-Methylbutyl 


3 -Chlorophenyl 


3-Methylbutyl 


2 - Chlorophenyl 


3-Methylbutyl 


2 - Chlorophenyl 


Ethyl 


5 - Chloro- 2 -methoxyphenyl 


Allyl 


5 -Chloro- 2 -methoxyphenyl 


Propyl 


5 - Chloro- 2 -methoxyphenyl 


Methyl 


2 , 5-Dichlorophenyl 


Allyl 


2 , 5-Dichlorophenyl 


Propyl 


2 , 5-Dichlorophenyl 


Propyl 


5 - Methyl - 2 - thienyl 


Propyl 


Phenyl 


Propyl 


3 -Methylphenyl 


Propyl 


3 -Fluoro- 4 -methylphenyl 


Allyl 


5 - Fluoro- 2 -methylphenyl 


Propyl 


5 - Fluoro- 2 -methylphenyl 


Benzyl 


2 , 3 , 5 , 6 -Tetraf luoropnenyi 


4 - Fluorobenzyl 


2,3,5, 6 -Tetraf luorophenyl 


Benzyl 


2,4, 6 -Tr if luorophenyl 


Benzyl 


2,3, 6 -Trif luorophenyl 


4 - Fluorobenzyl 


2,3, 6 -Trif luorophenyl 
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4 - Fluorobenzyl 


2 - Chloro- 6 - f luorophenyl 


Benzyl 


2-Fluoro-6 - trif luoromethylphenyl 


2 - Methylpropy 1 


3- (2-{ 1(4- 

Methylphenyl) methyl] amino }ethoxy) phenyl 


3-Methylbutyl 


3- (2 - [ (2-Cyclohex- 1- 
enylethyl) amino] ethoxy} phenyl 


2 -Methylpropyl 


3- (2- { [ (2- 

Methylphenyl ) methyl ] amino } ethoxy) phenyl 


2 -Methylpropyl 


3- (2-( [ (3- 

Me thylphenyl ) methyl ] amino } ethoxy) phenyl 


2 -Methylpropyl 


3- (2-{ [(2- 

Methoxyphenyl ) methyl ] amino } ethoxy) phenyl t 


2 - Fluorobenzyl 


3 - Iodo-4 -methylphenyl 


4 - Fluorobenzyl 


3 -Iodo- 4 -me thylphenyl 


4 - Fluorobenzyl 


2-Thienyl 


Benzyl 


2-Thienyl 


4 - Fluorobenzyl 


2-Thienyl 


Benzyl 


3 -Methyl - 2 - thienyl 


4 - Fluorobenzyl 


3 -Methyl - 2 - thienyl 


Benzyl 


5 - Methyl - 2 - thienyl 


2 - Fluorobenzyl 


5 - Methyl - 2 - thienyl 


4 - Fluorobenzyl 


5 -Methyl - 2 - thienyl 


4 - Fluorobenzyl 


4 , 5-Dimethyl-2-f uryl 


2 -Methylpropyl 


3 , 4 -Dichlorophenyl 


Pentyl 


3 , 4 -Dichlorophenyl 


3-Methylbutyl 


3 , 4 -Dichlorophenyl 


3-Methylbutyl 


3 , 5 -Dichlorophenyl 


3-Methylbutyl 


2 , 3 -Dichlorophenyl 


Butyl 


2 , 5 -Dichlorophenyl 


2 - Methylpropyl 


2 , 5 -Dichlorophenyl 


Pentyl 


2 , 5 -Dichlorophenyl 


3-Methylbutyl 


2 , 5 -Dichlorophenyl 


Butyl 


2 , 4 -Dichlorophenyl 


2 - Methylpropyl 


2 , 4 -Dichlorophenyl 


3-Methylbutyl 


2 , 4 -Dichlorophenyl 


Allyl 


3 - Chlorophenyl 


Propyl 


3 - Chlorophenyl 


Propyl 


2,3, 6 -Trif luorophenyl 


Methyl 


5 - Chloro- 2 -methoxyphenyl 


Ethyl 


5 - Chloro - 2 -methoxyphenyl 


Allyl 


5 - Chloro- 2 -methoxyphenyl 


Methyl 


2, 5 -Dichlorophenyl 


Methyl 


3 - Bromophenyl 


Ethyl 


3 - Bromophenyl 


Propyl 


3 - Bromophenyl 


Methyl 


3 - Bromo- 4 - f luorophenyl 


Methyl 


3 - Iodophenyl 


3-Methylbutyl 


3- (2-{ [ (2- 

Methoxyphenyl) methyl] amino} ethoxy) phenyl 
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2-Methylpropyl 


3-<2-{[(3- 

Methoxyphenyl) methyl] amino }ethoxy) phenyl 


2-Methylpropyl 


3-<2-{[<4- 

Methoxyphenyl) methyl] amino} ethoxy) phenyl 


2 -Methylpropyl 


3- (2-1 [<2- 

Chlorophenyl) methyl] amino} ethoxy) phenyl ! 


Benzyl 


2 , 5 -Dimethoxyphenyl 


2 - Fluorobenzy 1 


2, 5 -Dimethoxyphenyl 


4 - Fluorobenzyl 


2 , 5 -Dimethoxyphenyl 


Butyl 


4-Pentylphenyl 


2-Methylpropyl 


4 - Pentylphenyl 


3-Methylbutyl 


4 - Pentylphenyl 


Butyl 


3 - Bromopheny 1 


2-Methylpropyl 


3 - Bromopheny 1 


Pentyl 


3 -Bromopheny 1 


3-Methylbutyl 


3 - Bromopheny 1 


2-Methylpropyl 


4 -Bromophenyl 


3-Methylbutyl 


4 -Bromophenyl 


Butyl 


2 - Bromophenyl 


Pentyl 


2 -Bromophenyl 


3-Methylbutyl 


2 - Bromophenyl 


Ethyl 


3-Iodophenyl 


Allyl 


3 - Iodophenyl 


Propyl 


3 - Chloro- 4 -me thylpheny 1 


Propyl 


5 - Bromo- 2 - thienyl 


Ethyl 


Phenyl 


Allyl 


Phenyl 


Propyl 


Phenyl 


Allyl 


3 -Methylphenyl 


Propyl 


3 -Me thylpheny 1 


Propyl 


4 -Methylphenyl 


Methyl 


3 - Fluoropheny 1 


Propyl 


3 - Fluorophenyl 


Butyl 


3 - Chloro- 4 -methoxyphenyl 


2-Methylpropyl 


3 - Chloro- 4 -methoxyphenyl _J 


3-Methylbutyl 


3 - Chloro- 4 -me thoxyphenyl 


Butyl 


5 - Chloro- 2 -methoxyphenyl 


2 - Methylpropyl 


5 - Chloro - 2 -methoxyphenyl 


Pentyl 


5 - Chloro- 2 -methoxyphenyl 


3-Methylbutyl 


5 - Chloro- 2 -methoxyphenyl 


Butyl 


3 -Trif luoromethylphenyl 


Pentyl 


3 -Trif luoromethylphenyl | 


3-Methylbutyl 


3 -Trif luoromethylphenyl 


3-Methylbutyl 


2 -Trif luoromethylphenyl 


Butyl 


3 , 4 -Dichlorophenyl 


Propyl 


4 - Fluorophenyl 


Methyl 


2 -Fluorophenyl 


Allyl 


2 - Fluorophenyl 


Propyl 


2 - Fluorophenyl 
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Propyl 


3 -Fluoro- 4 -methylphenyl 


Methyl 


5 - Fluoro-2 -methylphenyl 


Propyl 


5 - Fluoro - 2 -me thy lphenyl 


Methyl 


3 - Chlorophenyl 


Allyl 


3 - Chlorophenyl 


Propyl 


3 - Chlorophenyl 


3-Methylbutyl 


4 -Hexy lphenyl 


3-Methylbutyl 


2 - Fluoro- 3 - trif luoromethy lphenyl 


Butyl 


2, 5-Dichlorophenyl 


2 -Methylpropyl 


2 , 5-Dichlorophenyl 


Pentyl 


2 , 5-Dichlorophenyl 


3-Methylbutyl 


2 , 5-Dichlorophenyl 


Butyl 


2 , 4 -Dichlorophenyl 


2 -Methylpropyl 


2 , 4 -Dichlorophenyl 


3 -Methylbutyl 


2 , 4 -Dichlorophenyl 


Butyl 


4 - Pentylphenyl 


2 -Methylpropyl 


4 - Pentylphenyl 


3-Methylbutyl 


4 - Pentylphenyl 


Butyl 


3 -Bromophenyl 


2 -Methylpropyl 


3 -Bromophenyl 


2 -Methylpropyl 


3 -Bromo- 4 -methylphenyl 


3-Methylbutyl 


3 -Bromo- 4 -methylphenyl 


Butyl 


3 -Bromo-4-f luorophenyl 


2 -Methylpropyl 


3 - B romo - 4 - f luorophenyl 


3-Methylbutyl 


3 -Bromo-4-f luorophenyl 


Butyl 


3 - Iodophenyl 


2 -Methylpropyl 


3 - Iodophenyl 


Pentyl 


3 -Iodophenyl 


3-Methylbutyl 


3 - Iodophenyl 


2 -Methylpropyl 


4 - Iodophenyl 


3-Methylbutyl 


3 -Iodo-4 -methylphenyl 


Butyl 


2-Thienyl 


Pentyl 


2-Thienyl 


3-Methylbutyl 


2 -Thienyl 


Butyl 


3 -Thienyl 


Pentyl 


3 -Thienyl 


3-Methylbutyl 


3 -Thienyl 


3-Methylbutyl 


Benzyl 


Butyl 


3 - Methyl - 2 - thienyl 


Pentyl 


3 - Methyl - 2 - thienyl 


3-Methylbutyl 


3 - Methyl - 2 - thienyl 


Pentyl 


3 - Methyl - 5 - thienyl 1 


3-Methylbutyl 


3 -Methyl-5- thienyl 


3-Methylbutyl 


3 -Methylphenyl 


2 -Methylpropyl 


5 - Chloro- 2 -methoxyphenyl 


Pentyl 


5 - Chloro- 2 -methoxyphenyl 


3-Methylbutyl 


5 - Chloro- 2 -methoxyphenyl 


Butyl 


3 -Trif luoromethy lphenyl 



192 



BNSDOC1D: <WO 005990 5A 1_l_> 



WO 00/59905 



PCIYUS00/08610 



Pentyl 


3 -Trif luoromethylphenyl 


3 -Methylbutyl 


3 -Trif luoromethylphenyl 


3 -Methylbutyl 


2 -Trif luoromethylphenyl 


Butyl 


3 , 4 -Dichlorophenyl 


2 - Me t hy 1 p r opy 1 


3 , 4 -Dichlorophenyl 


3 -Methylbutyl 


3 , 4 -Dichlorophenyl 


3 -Methylbutyl 


3 , 5 -Dichlorophenyl 


3 -Methylbutyl 


2 , 3 -Dichlorophenyl 


Butyl 


Phenyl 


Pentyl 


Phenyl 


3 -Methylbutyl 


Phenyl 


Pentyl 


3 -Methylphenyl 


3 -Methylbutyl 


3 -Methylphenyl 


2 -Methylpropyl 


4 -Methylphenyl 


3 -Methylbutyl 


4 -Methylphenyl 


Pentyl 


2 -Methylphenyl 


3 -Methylbutyl 


2 -Methylphenyl 


Butyl 


3 - Fluorophenyl 


2 -Methylpropyl 


3 - Fluorophenyl 


Pentyl 


3 - Fluorophenyl 


3 -Methylbutyl 


3 - Fluorophenyl 


Pentyl 


4 -Fluorophenyl 


3 -Methylbutyl 


4 - Fluorophenyl 


Pentyl 


2 - Fluorophenyl 


3 -Methylbutyl 


2 - Fluorophenyl 


2 -Methylpropyl 


3 , 4 -Dimethylphenyl 


3 -Methylbutyl 


3 , 4 -Dimethylphenyl 


Pentyl 


2 , 5 -Dimethylphenyl 


3 -Methylbutyl 


2 , 5 -Dimethylphenyl 


2 -Methylpropyl 


2 , 4 -Dimethylphenyl j 


3 -Methylbutyl 


2 , 4 -Dimethylphenyl 


2 - Methylpropyl 


3-Methoxyphenyl j 


Pentyl 


3 -Methoxyphenyl 


3 -Methylbutyl 


3 -Methoxyphenyl 


2 -Methylpropyl 


4 -Methoxyphenyl 


3 -Methylbutyl 


4 -Methoxyphenyl 


Pentyl 


2 - Methoxyphenyl 


3 -Methylbutyl 


2 -Methoxyphenyl 


2 -Methylpropyl 


3 -Fluoro-4 -methylphenyl 


Pentyl 


3 -Fluoro- 4 -methylphenyl 


3 -Methylbutyl 


3 -Fluoro-4 -methylphenyl 


3 -Methylbutyl 


3 -Fluoro- 2 -methylphenyl 


2 -Methylpropyl 


5 - Fluoro- 2 -methylphenyl 


Pentyl 


5 - Fluoro- 2 -methylphenyl 


2 -Methylpropyl 


3 - Chloro- 4 - f luorophenyl 


Pentyl 


3 - Chloro- 4 - f luorophenyl 


3 -Methylbutyl 


3 -Chloro- 4 -fluorophenyl 


3 -Methylbutyl 


3,4, 5 -Trif luorophenyl 
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3 -Methylbutyl 


4 -Butylphenyl 


Pentyl 


4 - i - propy lpheny 1 


3 -Methylbutyl 


4 - i -propylphenyl 


Butyl 


4 - Ethyl thiophenyl 


2 -Methylpropyl 


4 -Ethyl thiophenyl 


3 -Methylbutyl 


4 -Ethyl thiophenyl 


3 -Methylbutyl 


3 - Chloro - 4 - me thoxypheny 1 


Butyl 


5 - Chloro- 2 -me thoxypheny 1 


3 -Methylbutyl 


5-Fluoro-2-methylphenyl 


2 -Methylpropyl 


2 - Fluoro- 3 -methylphenyl 


Pentyl 


2-Fluoro-3 -methylphenyl 


3 -Methylbutyl 


2 - Fluoro - 3 -methylphenyl 


2 - Methylpropyl 


3 - Chlorophenyl 


Pentyl 


3 -Chlorophenyl 


3 -Methylbutyl 


3 - Chlorophenyl 


2 -Methylpropyl 


4 -Chlorophenyl 


3 -Methylbutyl 


4 - Chlorophenyl 


3 -Methylbutyl 


2 - Chlorophenyl 


3 -Methylbutyl 


3 , 4-Dif luorophenyl 


3 -Methylbutyl 


1, 2 -Dif luorophenyl 


Pentyl 


2 , 5 - D i f luorophenyl 


3 -Methylbutyl 


2 , 5 - D i f luorophenyl 


Pentyl 


2 , 4 -Dif luorophenyl 


3 -Methylbutyl 


2 , 4 -Dif luorophenyl 


3 -Methylbutyl 


4 - Propylphenyl 


Pentyl 


1, 3-Benzodioxol-5-yl 


3 -Methylbutyl 


1, 3 -Benzodioxol-5-yl 


3 -Methylbutyl 


4 -Methylthiophenyl 


3 -Methylbutyl 


3 -Fluoro-4 -methoxyphenyl 


2 -Methylpropyl 


4 - Chloro- 3 -methylphenyl 


3 -Methylbutyl 


4 - Chi oro - 3 -methylphenyl 


Butyl j 


3 - Chloro- 4 - f luorophenyl 



44 . A compound according to claim 1 which has the 
formula 
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where R 2 and R 3 are defined in the following table: 



R 2 


R3 


2 -Methylpropyl 


2,4, 6-Trif luorophenyl 


3-Methylbutyl 


2,4, 6-Trif luorophenyl 


2 -Methylpropyl 


2,3, 6-Trif luorophenyl 


Pentyl 


2,3, 6-Trif luorophenyl 


3-Methylbutyl 


2,3, 6-Trif luorophenyl 


Pentyl 


2 -Chloro- 6 - f luorophenyl 


3-Methylbutyl 


2 - Chloro- 6 - f luorophenyl 


Pentyl 


2-Fluoro-6- 

trif luoromethylphenyl 


3-Methylbutyl 


2-Fluoro-6- 

tr if luoromethylphenyl 


Pentyl 


3 -Bromo-4 - f luorophenyl 


2 -Methylpropyl 


4 -Hexylphenyl 


Butyl 


4 - Pentoxyphenyl 


2 -Methylpropyl 


4 - Pentoxyphenyl 


Butyl 


2-Fluoro-3- 

tr if luoromethylphenyl 


2 -Methylpropyl 


2-Fluoro-3- 

tr if luoromethylphenyl 


3-Methylbutyl 


3 - Bromo - 4 - f luorophenyl 


2 - Methylpropyl 


4 -heptylphenyl 


Butyl 


3 -Iodophenyl 


2 -Methylpropyl 


3 -Iodophenyl 


Pentyl 


3 - Iodophenyl 


3-Methylbutyl 


3 - Iodophenyl 


Butyl 


4 - Iodophenyl 


2 -Methylpropyl 


4 - Iodophenyl 


2 -Methylpropyl 


4 - Pentylphenyl 


3-Methylbutyl 


2-Fluoro-3- 

trif luoromethylphenyl 


Butyl 


3 - Bromo - 4 -me thylpheny 1 


2 -Methylpropyl 


3 -Bromo-4 -methylphenyl 


Pentyl 


3 -Bromo-4 -methylphenyl 


3-Methylbutyl 


3 -Bromo-4 -methylphenyl 


Butyl 


3 - Bromo - 4 - f luorophenyl 


2 -Methylpropyl 


3 -Bromo-4 - f luorophenyl 


3-Methylbutyl 


3 , 4 -Dichlorophenyl 


Butyl 


2 , 3 -Dichlorophenyl 


2 -Methylpropyl 


2 , 3 -Dichlorophenyl 


3 -Methylbutyl 


2 , 3 -Dichlorophenyl 


Butyl 


2 , 5 -Dichlorophenyl 


Butyl 


3 -Bromophenyl 


2 -Methylpropyl 


3 -Bromophenyl 


Pentyl 


3 -Bromophenyl 


3-Methylbutyl 


3 -Bromophenyl 


Butyl 


4 -Bromophenyl 
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2 -Methylpropyl 


4 -Bromophenyl 


3-Methylbutyl 


4 -Bromophenyl 


Butyl 


2 -Bromophenyl 


Pentyl 


2 -Bromophenyl 


3-Methylbutyl 


2 -Bromophenyl 


Pentyl 


4 -Hexylphenyl 


2 -Methylpropyl 


4 -Chloro-2 -methoxyphenyl 


2 -Methylpropyl 


2 , 5-Dichlorophenyl 


Pentyl 


2 , 5-Dichlorophenyl 


3-Methylbutyl 


2 , 5 -Dichlorophenyl 


Butyl 


2 , 4 -Dichlorophenyl 


2 -Methylpropyl 


2 , 4 -Dichlorophenyl 


Pentyl 


2 , 4 -Dichlorophenyl 


3-Methylbutyl 


2 , 4 -Dichlorophenyl 


2 -Methylpropyl 


2 , 5-Dimethoxyphenyl 


Pentyl 


2 , 5-Dimethoxyphenyl 


3-Methylbutyl 


2 , 5-Dimethoxyphenyl 


2 -Methylpropyl 


2 , 4 -Dimethoxyphenyl 


3-Methylbutyl 


2 , 4 -Dimethoxyphenyl 


Pentyl 


4 -Chloro- 2 - methoxyphenyl 


3-Methylbutyl 


4 - Chloro-2 - methoxyphenyl 


Butyl 


3 -Trif luoromethylphenyl 


2 -Methylpropyl 


3 -Trif luoromethylphenyl 


Pentyl 


3 -Trif luoromethylphenyl 


3-Methylbutyl 


3 -Trif luoromethylphenyl 


2 -Methylpropyl 


4 -Trif luoromethylphenyl 


Butyl 


2 - Tr i f luoromethylphenyl 


3-Methylbutyl 


2 - Trif luoromethylphenyl 


Butyl 


3 , 4 -Dichlorophenyl 


2 -Methylpropyl 


3 , 4 -Dichlorophenyl 


Butyl 


4 -Methylthiophenyl 


Butyl 


3 - Chloro- 4 -methoxyphenyl 


2 -Methylpropyl 


3 - Chloro - 4 -methoxyphenyl 


3-Methylbutyl 


3 - Chloro- 4 -methoxyphenyl 


Butyl 


5 - Chloro - 2 - methoxyphenyl 


2 -Methylpropyl 


5 - Chloro-2 -methoxyphenyl 


Pentyl 


5 - Chloro-2 -methoxyphenyl 


3-Methylbutyl 


5 - Chloro-2 -methoxyphenyl 


Butyl 


2, 5-Dif luorophenyl 


2 -Methylpropyl 


2 , 5-Dif luorophenyl 


Pentyl 


2 , 5-Dif luorophenyl 


3-Methylbutyl 


2 , 5-Dif luorophenyl 


Butyl 


2 , 4 -Dif luorophenyl 


2 -Methylpropyl 


4 -Methylthiophenyl 


Butyl 


3 - Fluoro- 4 -methoxyphenyl 


2 -Methylpropyl 


3 - Fluoro- 4 -methoxyphenyl 


3-Methylbutyl 


3 - Fluoro- 4 - methoxyphenyl 


2 - Me t hy lp r opy 1 


4 - Chloro- 3 -methylphenyl 
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Butyl 


3 -Chloro-4 -f luorophenyl 


2 - Me t hy lp r opy 1 


3 - Chloro-4 - f luorophenyl 


Pentyl 


3 -Chloro-4 -f luorophenyl 


3 -Methylbutyl 


3 -Chloro-4 - f luorophenyl 


2 -Methylpropyl 


4 - Ethylthiophenyl 


Butyl 


2 , 5-Dimethoxyphenyl 


Butyl 


2 - Chlorophenyl 


2 -Methylpropyl 


2 , 4 -Dif luorophenyl 


Pentyl 


2 , 4 -Dif luorophenyl 


3 -Methylbutyl 


2 , 4 -Dif luorophenyl 


Butyl 


1, 3 -Benzodioxol-5-yl 


2 -Methylpropyl 


1, 3 -Benzodioxol-5-yl 


Pentyl 


1, 3 -Benzodioxol-5-yl 


3 -Methylbutyl 


1,3- Benzodioxol - 5 -yl 


3 -Methylbutyl 


3 -Fluoro-2-methylphenyl 


Butyl 


5 - Fluoro- 2 -methylphenyl 


2 -Methylpropyl 


5 - Fluoro- 2 -methylphenyl 


Pentyl 


5 - Fluoro- 2 -methylphenyl 


3 -Methylbutyl 


5 -Fluoro- 2 -methylphenyl 


2 - Me t hy 1 p ropy 1 


2 - Chlorophenyl 


Pentyl 


2 - Chlorophenyl 


3 -Methylbutyl 


2 - Chlorophenyl 


Butyl 


3 , 4 -Dif luorophenyl 


2 -Methylpropyl 


3 , 4 -Dif luorophenyl 


Pentyl 


3 , 4 -Dif luorophenyl 


3 -Methylbutyl 


3 , 4 -Dif luorophenyl 


Butyl 


2 , 3 -Dif luorophenyl 


2 -Methylpropyl 


2 , 3 -Dif luorophenyl 


Pentyl 


2 , 3 -Dif luorophenyl 


3 -Methylbutyl 


2 , 3 -Dif luorophenyl 


2 -Methylpropyl 


4 -Methoxyphenyl 


Butyl 


3 - Chlorophenyl 


2 -Methylpropyl 


3 - Chlorophenyl 


Pentyl 


3 -Chlorophenyl 


3 -Methylbutyl 


3 - Chlorophenyl 


Butyl 


4 - Chlorophenyl 


2 - Methylpropyl 


4 - Chlorophenyl 


3 -Methylbutyl 


4 -Chlorophenyl 


Butyl 


2, 5-Dimethylphenyl 


2 -Methylpropyl 


2 , 5-Dimethylphenyl 


Pentyl 


2, 5-Dimethylphenyl 


3 -Methylbutyl 


2, 5-Dimethylphenyl 


Butyl 


2 , 4 -Dimethylphenyl 


3 -Methylbutyl 


4 -Methoxyphenyl 


Butyl 


2 - Me t hoxypheny 1 


2 -Methylpropyl 


2 - Me t hoxypheny 1 


Pentyl 


2 - Me t hoxypheny 1 


3 -Methylbutyl 


2 -Methoxyphenyl 
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Butyl 


3-Fluoro-4 -methylphenyl 


2 -Methylpropyl 


3-Fluoro-4 -methylphenyl 


Pentyl 


3 -Fluoro- 4 -methylphenyl 


3-Methylbutyl 


3 -Fluoro-4 -methylphenyl 


Butyl 


3 - Fluoro - 2 -methylphenyl 


2 - Methylpropyl 


3 - Fluoro- 2 -methylphenyl 


Butyl 


4 - Fluorophenyl 


2 -Methylpropyl 


2 , 4 -Dimethylphenyl 


3-Methylbutyl 


2 , 4 -Dimethylphenyl 


Butyl 


3 - Me t hoxyphenyl 


2 -Methylpropyl 


3 -Methoxyphenyl 


Pentyl 


3 -Met hoxyphenyl 


3-Methylbutyl 


3 - Me t hoxyphenyl 


Butyl 


4 -Methoxyphenyl 


3-Methylbutyl 


3 -Methylphenyl 


Butyl 


4 -Methylphenyl 


2 - Methylpropyl 


4 -Methylphenyl 


Pentyl 


4 -Methylphenyl 


3-Methylbutyl 


4 -Methylphenyl 


2 -Methylpropyl 


4 - Fluorophenyl 


Pentyl 


4 - Fluorophenyl 


3-Methylbutyl 


4 - Fluorophenyl 


Butyl 


2 - Fluorophenyl 


2 -Methylpropyl 


2 - Fluorophenyl 


Pentyl 


2 - Fluorophenyl 


3-Methylbutyl 


2 - Fluorophenyl 


2 -Methylpropyl 


4 - Ethy Iphenyl 


Butyl 


3 , 4 -Dimethylphenyl 


2 -Methylpropyl 


3 , 4 -Dimethylphenyl 


3-Methylbutyl 


3 , 4 -Dimethylphenyl 


Butyl 


2 -Methylphenyl 


Pentyl 


2 -Methylphenyl 


3-Methylbutyl 


2 -Methylphenyl 


Butyl 


3 - Fluorophenyl 


2 -Methylpropyl 


3 - Fluorophenyl 


Pentyl 


3 - Fluorophenyl 


3-Methylbutyl 


3 - Fluorophenyl 


Butyl 


Phenyl 


2 -Methylpropyl ' 


Phenyl 


Pentyl 


Phenyl 


3-Methylbutyl 


Phenyl 


Butyl 


3 - Methylphenyl 


2 -Methylpropyl 


3 -Methylphenyl 


Pentyl 


3 -Methylphenyl 
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45. A compound according to claim 1 which has the 
formula 




where R 2 and R 3 are defined in the following table: 



R 2 


R 3 


Allyl 


2, 5-Dichlorophenyl 


Propyl 


2, 5-Dichlorophenyl 


Propyl 


2 , 4 -Dichlorophenyl 


Propyl 


4 - Penty Ipheny 1 


Allyl 


3 - Bromophenyl 


Propyl 


3 -Bromophenyl 


Propyl 


4 - Bromophenyl 


Propyl 


2 - Chlorophenyl 


Methyl 


Phenyl 


Propyl 


Phenyl 


Methyl 


3 -Me thy Ipheny 1 


Propyl 


3 -Me thy Ipheny 1 


Propyl 


2 - Chlorophenyl 


Propyl 


3 , 4 -Dif luorophenyl 


Methyl 


2 , 3 -Dif luorophenyl 


Propyl 


2 , 3 -Dif luorophenyl 


Methyl 


2, 5 -Dif luorophenyl 


Allyl 


2 , 5 -Dif luorophenyl 


Propyl 


2 , 5 -Dif luorophenyl 


Propyl 


2 , 4 -Dif luorophenyl 


Allyl 


1, 3-Benzodioxol-5-yl 


Propyl 


1, 3-Benzodioxol-5-yl 


Propyl 


4-Methylthiophenyl 


Propyl 


4 - Chloro- 3 -methylphenyl 


Propyl 


4 -Me thy Ipheny 1 


Propyl 


3 - Fluorophenyl 


Propyl 


4 - Fluorophenyl 


Methyl 


2 - Fluorophenyl 


Allyl 


2 - Fluorophenyl 


Propyl 


2 - Fluorophenyl 


Propyl 


3 , 4 - Dime thy Ipheny 1 


Propyl 


3 - Fluoro- 4 -methylphenyl 


Propyl 


2 - Fluoro- 3 -methylphenyl 


Allyl 


3 - Chlorophenyl 
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Propyl 


3 -Chlorophenyl 


Propyl 


4 - Chlorophenyl 


2 -Methylpropyl 


3 -Chloro-2-thienyl 


Pentyl 


3 -Chloro-2-thienyl 


3 -Methylbutyl 


3 -Chloro- 2 -thienyl 


Butyl 


3 - Ethoxy- 2 - thienyl 


Pentyl 


3 -Ethoxy- 2 - thienyl 


3 -Methylbutyl 


2 -Methoxybenzyl 


3 -Methylbutyl 


2 - ( 2 - Fluorophenyl ) ethenyl 


2 - Methy lpropyl 


2 - ( 2 - Chlorophenyl ) ethenyl 


3 -Methylbutyl 


2 - ( 2 - Chlorophenyl ) ethenyl 


Pentyl 


2 - Fluoro- 6 - trif luoromethylphenyl 


3 -Methvlbutvl 

•mm* •> m ^mm> X X V -Jh» XwV ttffc ^» V «X» 


3 - Ethoxv- 2 - thienvl 


Butyl 


5 -Methvlthio- 2 - thienvl 

* X X Jf mJmm X X Xrf X X mmmm ► X XT ^4* 


2 -MethvloroDvl 


5 -Methvlthio- 2 - thienvl 


3 - Methvlbutvl 


5 - Methvlthio- 2 - thienvl 


3 -Methylbutyl 


4 - Fluorophenyl 


3 -Methvlbutvl 

— ' 4 iv— i_xx y jtvuu y -i_ 


2 - Fluoronhenvl 

x» 4> uw x Vw/u^ x a v_» x a y x. 


3 -Methvlbutvl 


3 - Me thoxvohenvl 


3 -Methvlbutvl 


2 3.5 6 -Tet raf luoro ohenvl 

X^* f <M / / J W X X— • Km* X> V* X— .X. VpiV X- >Np^ V— ' X X X X Jf mmmw. 


2 — MethvlDroDvl 


2 4 6 -Trif luoroDhenvl 


3 -Methvlbutvl 


2 4 6 - Tr i f luoroohenvl 


Butyl 


2 3 6 - Trif luoroohenvl 

a> / ^ / w x> x, «x» A*. -X> vx w x_ vyiiwiijr ^ 


2 -MethvlcroDvl 

x» 4 w a x y -x- ^ \^ y .x 


2 3 6 - Tr i f luoroohenvl 


3 - Methvlbutvl 


2 - Fluoiro- 6 - tr if luoromethvlohenvl 

xi x> «x» uv./ Xjk \^ w v> x> ^4* x_ ^ vxw x. v^- ii y x xr Jt 


2 -MethvloroDvl 


2 4 6 - Tr ichloroDhenvl 

a* / x ^ x l» Viixwx wk/iiwii y 


Pentyl 


2 5 -Dimethvl - 3 - f urvl 


3 -Methvlbutvl 


4 5 - Dimethvl - 2 - f urvl 


Butyl 


3 4 -Dimethvl - 2 - f urvl 

f x_^ x ni\— w ii y ^ i* ^» va^ y «i- 


2 -Methvloroovl 


3 4 -Dimethvl - 2 - f urvl 

^ Xj^ -X> Ul X X Jf ^mm mtm* X» M X V 


Pentyl 


3 4 - Dimethvl - 2 - f urvl 

^ / x i«/ x Hi utiy -X x< i» vx i y 


3 -Methvlbutvl 

— ' ft IVm* ia» AX Jf mm%m Jkmf WA %mm» Jf mm%m 


3 4 -Dimethvl - 2 - f urvl 


Butyl 


4 — Methoxv- 3 - thienvl 

^x 4 lv— . L-iivjyv y — ' l>ii x. v_ ii y x. 


3 -Methvlbutvl 


4 -Methoxv- 3 - thienvl 

X 4 4^f WllWAV — ' \*4H^41 Jr -i- 


Butyl 


3 - Chloro- 2 -thienvl 


Ally I 


3 -Bromo-4 - f luoroohenvl 

immW XV X* I 11 W ^X Xj -X* X> \mmf X X ^» X X Jf ^mmW 


Propyl 


3 -Bromo-4 - fluorophenyl 


Methyl 


3 - Iodophenyl 


Ethyl 


3 - Iodophenyl 


Allyl 


3 - IodoDhenvl 


Propyl 


3 -Iodophenyl 


Propyl 


3 -Methyl- 2 -thienyl 


Propyl 


3 - Fluorobenzyl 


Pentyl 


2,3, 6 -Trif luorophenyl 


3 -Methylbutyl 


2,3,6 -Trif luorophenyl 


Butyl 


2 - Chloro- 6 - fluorophenyl 


2 - Me thy lpropyl 


2 - Chloro- 6 - f luorophenyl 


Pentyl 


2 - Chloro- 6 - f luorophenyl 
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3-Methylbutyl 


2 -Chloro- 6 - f luorophenyl 


Butyl 


2-Fluoro-6-trif luoromethylphenyl 


3-Methylbutyl 


3 - Chlorobenzyl 


2 - Me thylpropyl 


4 -Chlorobenzyl 


3-Methylbutyl 


2 - Chlorobenzyl 


Butyl 


2 , 3 , 5 , 6-Tetraf luoro phenyl 


2-Methylpr opy 1 


2, 3, 5, 6-Tetraf luoro phenyl 


Pentyl 


2, 3, 5, 6-Tetraf luoro phenyl 


Allyl 


3 -Chloro -4 -f luorophenyl 


Propyl 


3 -Chloro-4-f luorophenyl 


Propyl 


4-Butylphenyl 


Propyl 


3 -Chloro- 4 -methoxyphenyl 


Allyl 


5 - Chloro- 2 -methoxyphenyl 


Propyl 


5 - Chloro - 2 -methoxyphenyl 


Propyl 


3 , 4 -Dichlorophenyl 


Propyl 


4 -Hexylphenyl 


Methyl 


3 - Bromo - 4 - me t hy lpheny 1 


Allyl 


3 -Bromo -4 -me thy lpheny 1 


Propyl 


3 -Bromo- 4 -methylphenyl 


Methyl 


3 - Bromo - 4 - f luorophenyl 


Butyl 


2 -Methoxybenzyl 



46. A compound according to claim 1 which has the- 
formula 




where R 2 and R 3 are defined in the following table: 



R 2 


R 3 i 


Propyl 


3 - Chloropheny 1 


Propyl 


Phenyl 


Allyl 


2 - Fluorophenyl 


Propyl 


2-Fluorophenyl j 


Propyl 


3 -Fluoro- 4 -methylphenyl 


Methyl 


2 , 5 -Dichlorophenyl 


Propyl 


2, 5 -Dichlorophenyl 


Propyl 


4 - Penty lpheny 1 
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Propyl 


3 -Bromophenyl 


Propyl 


3 - Methyl - 2 - thienyl 



47. A compound according to claim 1 which has the 
formula 




where R 2 and R 3 are defined in the following table: 



R 2 


R 3 


Methyl 


Phenyl 


Methyl 


3 - Chlorophenyl 


Butyl 


2, 5-Dimethylphenyl 


Butyl 


5 - Fluoro - 2 - me thy lpheny 1 


Butyl 


2 , 3 -Dimethylphenyl 


Prdpyl 


3 - Fluoropheny 1 


Butyl 


3 - Me thy lpheny 1 


Butyl 


4 - Fluorophenyl 


Butyl 


3 -Methoxyphenyl 


Butyl 


2, 5 -Di fluorophenyl 


Methyl 


2 - Fluorophenyl 


Butyl 


4 -Me thy lpheny 1 


Butyl 


2 - Fluorophenyl 


Butyl 


4 -Methoxyphenyl 


Butyl 


3 - Chlorophenyl 


Methyl 


2 , 5 -Dimethylphenyl 


Butyl 


2 -Me thy lpheny 1 


Butyl 


4 - Ethy lpheny 1 


Butyl 


2 -Methoxyphenyl 


Butyl 


3 - Chlorophenyl 


Propyl 


3 -Fluoro-4-methylphenyl 


Butyl 


3 - Fluorophenyl 


Butyl 


3 , 4 -Dimethylphenyl 


Butyl 


3 -Fluoro-4-methylphenyl 
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Butyl 


3 , 4-Dif luorophenyl 


Propyl 


2 , 4 -Dimethoxyphenyl 


Methyl 


2 , 5-Dichlorophenyl 


Butyl 


5 - Chloro- 2 -methoxyphenyl 


Butyl 


3 -Methyl - 2 - thienyl 


Butyl 


3 -Methylphenyl 


Pentyl 


3 - Fluorophenyl 


Pentyl 


2, 5-Dimethylphenyl 


Propyl 


2 , 5-Dichlorophenyl 


Butyl 


3 - Methyl - 2 - thienyl 


Pentyl 


3 -Methylphenyl 


Butyl 


2 - Fluorophenyl 


Pentyl 


3 -Methoxyphenyl 


Methyl 


3 -Bromophenyl 


Butyl 


3 - Iodophenyl 


Butyl 


4 - Fluorophenyl 


2 -Methylpropyl 


4 -Methylphenyl 


2 -Methylpropyl 


2 - Fluorophenyl 


2 -Methylpropyl 


4 -Methoxyphenyl 


Propyl 


3 -Bromophenyl 


Allyl 


4 -Octylphenyl 


Butyl 


Phenyl 


Pentyl 


2 -Methylphenyl 


Pentyl 


2 - Fluorophenyl 


Butyl 


2 -Methoxyphenyl 


Butyl 


3 - Chloro- 4 -methoxyphenyl 


Propyl 


4 -Octylphenyl 


Pentyl 


Phenyl 


Butyl 


3 - Fluorophenyl 


2 -Methylpropyl 


3 , 4 -Dimethylphenyl 


Pentyl 


2 -Methoxyphenyl 


Butyl 


3 -Fluoro-4 -methylphenyl 


Butyl 


2 - Fluoro- 3 -methylphenyl 


2 -Methylpropyl 


4 - Chlorophenyl 


2 -Methylpropyl 


2 , 3 -Dif luorophenyl 


2 - Methylpropyl 


1, 3-Benzodioxol-5-yl 


2 -Methylpropyl 


3 - Chloro -4 -methoxyphenyl 


2 -Methylpropyl 


3 - Fluoro-4 -methylphenyl 


Pentyl 


2 - Fluoro- 3 -methylphenyl 


Pentyl 


2 - Chlorophenyl 


Pentyl 


2 , 3 -Dif luorophenyl 


Butyl 


4 -Methylthiophenyl 


2 -Methylpropyl 


3 -Chloro- 4 -methoxyphenyl 


Butyl 


5 - Fluoro - 2 - methylphenyl 


Butyl 


3 - Chlorophenyl 


Butyl 


3 , 4 -Dif luorophenyl 


Butyl 


2, 5 -Dif luorophenyl 


Butyl 


3 - Chi oro - 4 - f luorophenyl 
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Butyl 


5 - Chloro - 2 -methoxyphenyl 


2 -Methylpropyl 


5 - Fluoro - 2 -methylphenyl 


2 -Methylpropyl 


3 - Chlorophenyl 


2 -Methylpropyl 


3 , 4 -Dif luorophenyl 


Pentyl 


2 , 5 -Dif luorophenyl 


2 -Methylpropyl 


4 - Ethyl thiophenyl 


2 -Methylpropyl 


5 - Chloro - 2 -methoxyphenyl 


Pentyl 


5 -Fluoro- 2 -methylphenyl 


Pentyl 


3 - Chlorophenyl 


Butyl 


2, 3 -Dif luorophenyl 


2 -Methylpropyl 


2 , 4 -Dif luorophenyl 


Butyl 


3 -Chloro -4 -methoxyphenyl 


Pentyl 


5 - Chloro - 2 -methoxyphenyl 


3-Methylbutyl 


5 - Chloro - 2 -methoxyphenyl 


3-Methylbutyl 


2, 5 -Dichlorophenyl 


2 - Methylpropyl 


4 - Bromophenyl 


Butyl 


2-Thienyl 


3-Methylbutyl 


3 -Thienyl 


2 -Methylpropyl 


3 - Methyl - 2 - thienyl 


3 -Methylbutyl 


3 -Trif luoromethyl phenyl 


Butyl 


3 -Bromophenyl 


3-Methylbutyl 


2 - Bromophenyl 


Pentyl 


2-Thienyl 


Butyl 


5 -Methyl - 2 - thienyl 


3-Methylbutyl 


3 - Methyl - 2 - thienyl 


2 -Methylpropyl 


3 , 4 -Dichlorophenyl 


2 -Methylpropyl 


3 -Bromophenyl 


3-Methylbutyl 


3 -Bromo-4 -f luorophenyl 


3-Methylbutyl 


2-Thienyl 


Pentyl 


5 -Methyl- 2 -thienyl 


Butyl 


3 - Fluoropheny 1 


Butyl 


2, 5 -Dichlorophenyl 


Pentyl 


3 -Bromophenyl 


Pentyl 


3 - Iodophenyl 


Butyl 


3 -Thienyl 


3-Methylbutyl 


5 - Methyl - 2 - thienyl 


3-Methylbutyl 


3 - Fluorophenyl 


Pentyl 


2, 5 -Dichlorophenyl 


3-Methylbutyl 


3 -Bromophenyl 


3-Methylbutyl 


3 - Iodophenyl 


Pentyl 


3 -Thienyl 


Butyl 


3 -Methyl- 2 -thienyl 


2 -Methylpropyl 


2 - Chlorophenyl 


2 -Methylpropyl 


3 , 5 -Dif luorophenyl 


3-Methylbutyl 


3 , 5 -Dif luorophenyl 


Butyl 


3 , 5 - D i f luorophenyl 


Benzyl 


3 - Fluorophenyl 
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Benzyl 


2 - Fluorophenyl 


Benzyl 


2 -Methoxyphenyl 


Benzyl 


5 - Fluoro - 2 -me thylpheny 1 


Benzyl 


3 - Chlorophenyl 


Benzyl 


2 , 3 -Dif luorophenyl 


Benzyl 


2, 5-Dif luorophenyl 



48. A compound according to claim 1 which has the 
formula 




where R 2 and R 3 are defined in the following table: 



R 2 


R 3 


Allyl 


3 - Fluorophenyl 


Allyl 


3 , 4 -Dif luorophenyl 


Propyl 


1, 3-Benzodioxol-5-yl 


Allyl 


5 - Chloro- 2 -me thoxyphenyl 


Propyl 


3 -Methyl - 2 - Thienyl 


Propyl 


3 - Fluoro- 4 -methylphenyl 


Propyl 


3 - Fluorophenyl 


Propyl 


3 , 4 -Dif luorophenyl 


Allyl 


3 -Chloro- 4 - fluorophenyl 


Propyl 


5 - Chloro- 2 -methoxyphenyl 


Allyl 


Phenyl 


Allyl 


5 - Fluoro- 2 -methylphenyl 


Propyl 


4 - Fluorophenyl 


Allyl 


2 , 5-Dif luorophenyl 


Propyl 


3 - Chloro - 4 - f luorophenyl 


Methyl 


2, 5-Dichlorophenyl 


Propyl 


Phenyl 


Propyl 


5 - Fluoro- 2 -methylphenyl 


Allyl 


2 - Fluorophenyl 


Propyl 


2 , 5-Dif luorophenyl 


Methyl 


5 -Chloro- 2 -methoxyphenyl 


Allyl 


2, 5-Dichlorophenyl 


Allyl 


3 -Methylphenyl 


Allyl 


3 - Chlorophenyl 
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Propyl 


2 - Fluorophenyl 


Allyl 


1, 3 -Benzodioxol-5-yl 


Ethyl 


5-Chloro- 2 -methoxyphenyl 


Propyl 


2, 5-Dichlorophenyl 


Propyl 


3 -Methylphenyl 


Propyl 


3 - Chlorophenyl 


Propyl 


4 -Methylthiophenyl 


Propyl 


3 - Iodo- 4 -methylphenyl 


Propyl 


2,3, 6 -Tri fluorophenyl 


3-Methylbutyl 


2,3, 6 -Tri fluorophenyl 


3-Methylbutyl 


3- (2-1, 2, 3 , 4 -Teterahydro 
isoquinolinylmethyl) phenyl 


3-Methylbutyl 


3- (Diethylaminomethyl) phenyl 


3-Methylbutyl 


3 - (Hexylmethylaminomethyl ) phenyl 


3-Methylbutyl 


3 - ( Dibutylaminome thyl ) phenyl 


3 -Methylbutyl 


3- [ ( l-methylethyl ) methylamino 
methyl] phenyl 


3-Methylbutyl 


3- 

(Cyclohexylethylaminomethyl) phenyl 


3-Methylbutyl 


3- [bis (2-Methoxyethyl) aminomethyl] 
phenyl 


3-Methylbutyl 


3- [ (3, 3 , 5-Trimethylaza 
perhydroepinyl ) methyl] phenyl 



49. A compound according to claim 1 which has the 
formula 




where R 2 and R 3 are defined in the following table: 



R 2 


R 3 


Methyl 


3 - Fluorophenyl 


Methyl 


5 - Fluoro- 2 -methylphenyl 


Methyl 


3 - Chlorophenyl 


Methyl 


5 - Chi or o - 2 -methoxyphenyl 


2 - Me t hylpropyl 


2,3, 6 -Tri fluorophenyl 
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Pentyl 


2,3, 6 -Trif luorophenyl 


3 -Methylbutyl 


2,3,6 -Trif luorophenyl 


Butyl 


Phenyl 


2 -Methylpropyl 


Phenyl 


Pentyl 


Phenyl 


3 -Methylbutyl 


Phenyl 


Butyl 


3 -Methylphenyl 


2 -Methylpropyl 


3 -Methylphenyl 


3 -Methylbutyl 


3 -Methylphenyl 


2 -Methylpropyl 


4 -Methylphenyl 


Butyl 


3 - Fluorophenyl 


Pentyl 


3 -Fluorophenyl 


3 -Methylbutyl 


3 - Fluorophenyl 


3 -Methylbutyl 


4 - Fluorophenyl 


Butyl 


2 - Fluorophenyl 


2 -Methylpropyl 


2 - Fluorophenyl 


Pentyl 


2 - Fluorophenyl 


3 -Methylbutyl 


2 - Fluorophenyl 


2 -Methylpropyl 


3 , 4 -Dimethylphenyl 


Butyl 


2 - Chlorophenyl 


Pentyl 


2 - Chlorophenyl 


3 -Methylbutyl 


2 - Chlorophenyl 


Butyl 


3 , 4 - Di f luorophenyl 


2 -Methylpropyl 


3 , 4 - Di f luorophenyl j 


Pentyl 


3 , 4 -Di fluorophenyl 


3 -Methylbutyl 


3 , 4 -Di fluorophenyl 


Butyl 


2 , 3 -Di fluorophenyl 


2 -Methylpropyl 


2 , 3 -Dif luorophenyl 


Pentyl 


2 , 3 -Dif luorophenyl 


3 -Methylbutyl 


2 , 3 -Dif luorophenyl 1 


Butyl 


2 , 5 -Dif luorophenyl 


2 - Methylpropyl 


2 , 5 -Dif luorophenyl 


Pentyl 


2 , 5 -Dif luorophenyl 


3 -Methylbutyl 


2, 5 -Dif luorophenyl 


Butyl 


2 , 4 -Dif luorophenyl 


2 - Methylpropyl 


2 , 4 -Dif luorophenyl 


3 -Methylbutyl 


2 , 4 -Dif luorophenyl 


2 -Methylpropyl 


3 - Ethoxypheny 1 


Butyl 


1,3- Benzodioxol - 5 - y 1 


2 -Methylpropyl 


1, 3 -Benzodioxol- 5 -yl 


3 -Methylbutyl 


1, 3 -Benzodioxol-5-yl 


2 -Methylpropyl 


4 -Methyl thiophenyl 


3 -Methylbutyl 


4 -Methyl thiophenyl 


2 -Methylpropyl 


3 - Fluoro- 4 -metnoxypnenyi 


3 -Methylbutyl 


3 -Fluoro-4-methoxyphenyl 


2- Methylpropyl 


4 - Chloro- 3 -methylphenyl 


Butyl 


3 - Chloro - 4 - f luorophenyl 


2 - Methylpropyl 


3 -Chloro -4 - fluorophenyl 
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Pentyl 


3 - Chloro - 4 - f luoropheny 1 


3-Methylbutyl 


3 - Chloro - 4 - f luoropheny 1 


2 -Methylpropyl 


3,4, 5-Trif luoropheny 1 


3-Methylbutyl 


3,4, 5-Trif luoropheny 1 


2 -Methylpropyl 


4 - Buty lpheny 1 


2 -Methylpropyl 


4 - Ethyl thiophenyl 


Cyclopropylmethyl 


Phenyl 


CyclopropylMethyl 


3 -Methylphenyl 


Cy c 1 op ropy 1 Me t hy 1 


4 -Me thy lpheny 1 


Cy c 1 op ropy 1 Me t hy 1 


3 - Fluorophenyl 


Cy c 1 op ropy 1 Me t hy 1 


2 - Fluorophenyl 


Cy c 1 op ropy 1 Me t hy 1 


3 -Methoxyphenyl 


CyclopropylMethyl 


3 - Fluoro- 4 -methylphenyl 


Cy c 1 op ropy 1 me t hy 1 


5 - Fluoro- 2 -methylphenyl 


CyclopropylMethyl 


5 - Chloro- 2 -methoxyphenyl 


Cy c 1 op ropy 1 Me t hy 1 


2 , 5-Dichlorophenyl 


Cy c 1 op ropy 1 Me t hy 1 


3 -Bromophenyl 


3-Methylbutyl 


5 - Chloro- 2 -methoxyphenyl 


Butyl 


2 , 5-Dichlorophenyl 


2 -Methylpropyl 


2 , 5-Dichlorophenyl 


Pentyl 


2, 5-Dichlorophenyl 


3-Methylbutyl 


2 , 5-Dichlorophenyl 


2 -Methylpropyl 


2 , 4 -Dichlorophenyl 


2 -Methylpropyl 


4 - Penty lpheny 1 


Butyl 


3 -Bromophenyl 


2 -Methylpropyl 


3 -Bromophenyl 


Pentyl 


3 -Bromophenyl 


3-Methylbutyl 


3 -Bromophenyl 


2 -Methylpropyl 


4 - Bromophenyl 


Cy c 1 op ropy 1 Me t hy 1 


3 , 4 -Di fluorophenyl 


CyclopropylMethyl 


2 , 4 -Di fluorophenyl 


Propyl 


1, 3 -Benzodioxol-5-yl 


Cy c 1 op r opy lme t hy 1 


1 , 3 -Benzodioxol - 5 -yl 


Cy c 1 op ropy 1 me t hy 1 


3 - Chloro - 4 - f luoropheny 1 


3-Methylbutyl 


3 - Iodo-4 -methylphenyl 


3-Methylbutyl 


2-Thienyl 


3-Methylbutyl 


3-Thienyl 


2 -Methylpropyl 


5 -Methyl - 2 - thienyl 


Pentyl 


5 - Methyl - 2 - thienyl 


3-Methylbutyl 


5 -Methyl - 2 - thienyl 


3-Methylbutyl 


3 - Fluorobenzyl 


Methyl 


2 , 5-Dif luoropheny 1 


Methyl 


2 , 5-Dichlorophenyl 


3-Methylbutyl 


5 -Bromo- 2 - thienyl 


Benzyl 


3 - Fluorophenyl 


Benzyl 


2 - Fluorophenyl 


Benzyl 


3 , 4 -Dime thy lpheny 1 


Benzyl 


3 -Methoxyphenyl 
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Benzyl 


2 -Methoxyphenyl 


Benzyl 


5 - Fluoro- 2 -methylphenyl 


Benzyl 


3 - Chlorophenyl 


Benzyl 


3 , 4 -Dif luorophenyl 


Benzyl 


2 , 3 -Dif luorophenyl 


Benzyl 


2 , 5 -Dif luorophenyl 


Benzyl 


5 - Chi or o- 2 -methoxyphenyl 


Benzyl 


2 , 5-Dichlorophenyl 


Benzyl 


3 -Bromophenyl 


Benzyl 


2 - Bromophenyl 


Benzyl 


3-Iodophenyl 


Benzyl 


2, 5-Dimethylpyrrol-3-yl 


Benzyl 


3-Methylbutyl 


3-Methylbutyl 


3- (Methylaminomethyl) phenyl 


3-Methylbutyl 


3 - ( Et hy laminomethyl ) phenyl 


3-Methylbutyl 


3 - (Cyclobuty laminomethyl ) phenyl 


3-Methylbutyl 


3- [ ( 1 -Me thylpropy 1 ) aminome thy 1] phenyl 


3-Methylbutyl 


3 - ( Cyclopentylaminomethyl ) phenyl 


3 -Methylbutyl 


3 - (Dibuty laminomethyl ) phenyl 


3-Methylbutyl 


3 - [bis ( 2 -Methoxyethyl ) aminomethyl] phenyl 


3-Methylbutyl 


3- [(3,3, 5-Trimethylaza 
perhydroepinyl ) methyl ] phenyl 


Methyl 


2 , 5 -Dif luorophenyl 



50. A compound according to claim 1 which has the Z 
formula 




where R 2 and R 3 are defined in the following table: 



R 2 


R 3 


Propyl 


3 - Fluorophenyl 


Propyl 


1, 3 -Benzodioxol-5-yl 


Propyl 


5 - Fluoro - 2 -methylphenyl 


Ally! 


2 - Fluorophenyl 
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Propyl 


3 - Chloro- 4 - f luoropheny 1 


Propyl 


3 - Chlorophenyl 


Propyl 


2 - Fluorophenyl 


Allyl 


5 - Chloro- 2 -methoxyphenyl 


Allyl 


3 -Chlorophenyl 


Methyl 


3 - Fluorophenyl 


Methyl 


2, 5 -Di fluorophenyl 


Propyl 


Phenyl 


Propyl 


3 - Chlorophenyl 


Allyl 


3 - Fluorophenyl 


Propyl 


2 , 5 -Di fluorophenyl 


Propyl 


3 - Fluoro- 4 -methylphenyl 


Propyl 


4 -Methylthiophenyl 


3 -Methylbutyl 


3 - Fluorophenyl 


2 - Met hy lpropy 1 


2 - Fluoronhenvl 


Butyl 


3 , 4 -Dif luoroohenvl 


2 - Me thylpropyl 


2,5 -Dif luoropheny 1 


3 -Methylbutyl 


1 . 3 -Benzodioxol - 5 - vl 


Butyl 


4 - Fluorophenyl 


Pentyl 


2 - Fluoroohenvl 


2 -Me thylpropyl 


3 , 4 -Dif luorochenvl 


Pentyl 


2 . 5 -Dif luoroohenvl 


Butyl 


3 - Chloro- 4 - f luoroohenvl 


Butyl 


3 - Fluoroohenvl 


2 -Methvlr>roovl 


4 - Fluoroohenvl 


3 -Methylbutyl 


2 - Fluoroohenvl 


Pentyl 


3 4 -Dif luoroDhenvl 


3 -Methvlbutvl 


2 5 -Dif luoroohenvl 


2 - Me thylpropyl 


3 -Chloro- 4 - fluorophenyl 


2 - Me thylpropyl 


3 -Fluorophenyl 


3 -Methylbutyl 


4 - Fluorophenyl 


2 - Me thylpropyl 


2 , 5 - Dime thy lphenyl 


3 -Methylbutyl 


3 . 4 -Dif luoroohenvl 


Butyl 


1 - 3 -Benzodioxol - 5 -vl 


Pentyl 


3 -Chloro -4 - fluorophenyl 


Pentyl 


3 - Fluoroohenvl 


Butyl 


2 - Fluorophenyl 


3 -Methylbutyl 


2 , 5 -Dime thy lphenyl 


Butyl 


2 , 5 -Di fluorophenyl 


2 - Me thylpropyl 


1, 3 -Benzodioxol - 5 -yl 


3 -Methylbutyl 


3 -Chloro- 4 - fluorophenyl 


Butyl 


5 -Chloro- 2 -methoxyphenyl 


2 -Me thylpropyl 


2 , 5-Dichlorophenyl 


Pentyl 


5 -Methyl - 2 - thienyl 


3 -Methylbutyl 


Phenyl 


2 - Me t hy 1 p r opy 1 


2 -Methylphenyl 


3 -Methylbutyl 


5 - Fluoro- 2 -methylphenyl 


2 - Me t hy lpropy 1 


5 -Chloro -2 -methoxyphenyl 
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Pentyl 


2 , 5-Dichlorophenyl 


3-Methylbutyl 


5 - Methyl - 2 - thienyl 


Butyl 


3 -Methylphenyl 


3-Methylbutyl 


2 -Methylphenyl 


Butyl 


3 -Chlorophenyl 


Pentyl 


5 - Chloro- 2 -methoxyphenyl 


3-Methylbutyl 


2 , 5-Dichlorophenyl 


Butyl 


Phenyl 


2 -Methylpropyl 


3 -Methylphenyl 


2-Methylpropyl 


3 -Fluoro- 4 -methylphenyl 


2 -Methylpropyl 


3 - Chlorophenyl 


3-Methylbutyl 


5 - Chloro - 2 -methoxyphenyl 


Butyl 


5 -Methyl -2 -thienyl 


2-Methylpropyl 


Phenyl 


Pentyl 


3 -Methylphenyl 


3-Methylbutyl 


3 -Fluoro -4 -methylphenyl 


Pentyl 


3 - Chlorophenyl 


Butyl 


2 , 5-Dichlorophenyl 


2 -Methylpropyl 


5 - Methyl - 2 - thienyl 


Pentyl 


Phenyl 


3-Methylbutyl 


3 -Methylphenyl 


Pentyl 


5 - Fluoro- 2 -methylphenyl 


3-Methylbutyl 


3 - Chlorophenyl 


2 -Methylpropyl 


4 -Methylthiophenyl 


2 - Methylpropyl 


3 -Fluoro -4 -methoxyphenyl — 


3-Methylbutyl 


3 - Fluoro - 4 -methoxyphenyl ^ 


2-Methylpropyl 


2,4, 6-Trif luorophenyl 


Butyl 


2,3, 6 -Tr if luorophenyl 


2-Methylpropyl 


2,3, 6-Trif luorophenyl - 


Methyl 


2,3, 6-Trif luorophenyl 


Propyl 


2 , 3 , 6 - Tr i f luorophenyl 


Propyl 


Phenyl 


Propyl 


3 - Fluorophenyl 


Propyl 


4 - Fluorophenyl 


Allyl 


2 - Fluorophenyl 


Propyl 


2 - Fluorophenyl 


Butyl 


3 - Chlorophenyl 


2-Methylpropyl 


3 -Chlorophenyl 


Pentyl 


3 - Chlorophenyl 


3-Methylbutyl 


3 -Chlorophenyl 


Butyl 


3 , 4 -Di fluorophenyl 


2-Methylpropyl 


3 , 4 -Di fluorophenyl 


Pentyl 


3 , 4 -Di fluorophenyl 


3 -Methylbutyl 


3 , 4 -Dif luorophenyl 


Butyl 


2 , 3 -Dif luorophenyl 


2-Methylpropyl 


2 , 3 -Dif luorophenyl 


Pentyl 


2 , 3 -Dif luorophenyl 


3-Methylbutyl 


2 , 3 -Dif luorophenyl 
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Butyl 


2 , 5-Dif luorophenyl 


2-Methylpropyl 


2 , 5-Dif luorophenyl 


Pentyl 


2, 5-Dif luorophenyl 


3-Methylbutyl 


2 , 5-Dif luorophenyl 


Butyl 


2 , 4 -Dif luorophenyl 


2-Methylpropyl 


2 , 4 -Dif luorophenyl 


Pentyl 


2 , 4 -Dif luorophenyl 


3-Methylbutyl 


2 , 4 -Dif luorophenyl 


2-Methylpropyl 


4 - Propylpheny 1 


2-Methylpropyl 


4 - Ethoxypheny 1 


Butyl 


1, 3 -Benzodioxol-5-yl 


2-Methylpropyl 


1 , 3 -Benzodioxol - 5 -yl 


Pentyl 


1 , 3 -Benzodioxol-5-yl 


3-Methylbutyl 


1, 3 -Benzodioxol-5-yl 


Butyl 


4 -Methylthiophenyl 


2-Methylpropyl 


4 -Methylthiophenyl 


Butyl 


3 -Fluoro-4-methoxyphenyl 


2 -Methylpropyl 


3 - Fluoro - 4 - me thoxypheny 1 


3-Methylbutyl 


3 -Fluoro- 4 -methoxyphenyl 


2 -Methylpropyl 


4 -Chloro- 3 -methylphenyl 


3 -Methylbutyl 


4 - Chloro- 3 -methylphenyl 


Butyl 


3 -Chloro -4 - f luorophenyl 


2 - Me t hy lp r opy 1 


3 -Chloro- 4 - f luorophenyl 


Pentyl 


3 -Chloro -4 - f luorophenyl 


3-Methylbutyl 


3 -Chloro- 4 - f luorophenyl 


2-Methylpropyl 


3 , 4 , 5 -Trif luorophenyl 


3-Methylbutyl 


3,4, 5 -Trif luorophenyl 


2-Methylpropyl 


4 - Ethyl thiophenyl 


3-Methylbutyl 


2,3, 6 -Trif luorophenyl 


Allyl 


5 - Chloro- 2 -me thoxypheny 1 


Propyl 


5 - Chloro - 2 -me thoxypheny 1 


Propyl 


3 -Trif luoromethylphenyl 


Allyl 


2 , 5-Dichlorophenyl 


Propyl 


2 , 5-Dichlorophenyl 


Methyl 


3 -Bromophenyl 


Allyl 


3 -Bromophenyl 


Propyl 


3 - Br omo - 4 - f luorophenyl 


Methyl 


3 - Iodophenyl 


Allyl 


3 - Iodophenyl 


Propyl 


3 - Iodophenyl 


2 -Methoxyethyl 


2 , 5-Dif luorophenyl 


2 -Methoxyethyl 


2 , 5-Dichlorophenyl 


2 - Me t hoxy e t hy 1 


3 -Bromophenyl 


2 -Methylpropyl 


3 -Chloro-4 -me thoxypheny 1 


3-Methylbutyl 


3 - Chloro - 4 -me thoxypheny 1 


2-Methylpropyl 


5 - Chloro - 2 -methoxyphenyl 


Pentyl 


5-Chloro-2-methoxyphenyl 


3-Methylbutyl 


5 - Chloro- 2 -methoxyphenyl 
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rencyi 


j- irii x uoromecnyxpnenyx 




j - i rn x uoromecnyxpnenyx 


out. y x 


z - i rii luoroiiicC nyxpnenyx 


o - ine cny loucy x 


z - x r 1 1 xuoromecny xpnenyx 


oucy x 


3 , 4 - Dichlorophenyl 


z - weeny xpropyx 


3 , 4 - Di chlorophenyl 


-J - Me cny lDUtyi 


3 , 4 -Dichlorophenyl 


z - weeny xpropyx 


2 , 5 -Dichlorophenyl 


Fencyx 


2, 5 -Dichlorophenyl 


6 - MB cnyXJDUtyX 


2 , 5 -Dichlorophenyl 


z -Mecnyxpropyx 


2 , 4 -Dichlorophenyl 


2 -Metnylpropyl 


3 - Bromophenyl 


Pentyl 


3 -Bromophenyl 


3 -Metnyloutyl 


3 -Bromophenyl 


2 - Methylpropyl 


4 -Bromophenyl 


2 -Metnylpropyl 


2 - Bromophenyl 


Pentyl 


2 -Bromophenyl 


3 -Methylbutyl 


2 - Bromophenyl 


2 -Methylpropyl 


3 - Phenoxypheny 1 


2 -Me thy lp ropy 1 


4 - Phenoxypheny 1 


Butyl 


3 -Bromo-4 -methylphenyl 


2 -Methylpropyl 


3-Bromo-4 -methylphenyl 


Butyl 


3 -Bromo-4 - f luorophenyl 


2 -Methylpropyl 


3 - Bromo - 4 - f luorophenyl 


Pentyl 


3 - Bromo - 4 - f luorophenyl 


3 -Me thy 1 Duty 1 


3 - Bromo - 4 - f luorophenyl - 


Butyl 


3 - Iodophenyl 


Pentyl 


3 - Iodophenyl 


3 -Methylbutyl 


3 - Iodophenyl 


2 -Methylpropyl 


4 - Iodophenyl 


Methyl 


3 - Iodophenyl 


Cyclopentyl 


4 -Methylphenyl 


Cyclopentyl 


3 - Fluoro- 4 -methylphenyl 


Cy c 1 op ropy Ime t hy 1 


5 - Chloro- 2 -methoxyphenyl 


Cy c 1 op ropy Ime t hy 1 


3 - Tr i f luorome t hylphenyl 


Cyclopropylmethyl 


2, 5 -Dichlorophenyl 


Cy c 1 op ropy Ime t hy 1 


3 -Bromophenyl 


Cyc lopentyl 


3 -Methoxybenzyl 


Cyclopentyl 


2 - ( 2 - Cnloropnenyl ) etnenyi 


Cyclopropylmethyl 


3 -Bromo-4 -methylphenyl 


Cyc 1 op r opy 1 me t hy 1 


3 -Bromo-4 - f luorophenyl 


Cyclopropylmethyl 


3 - Iodophenyl 


cycxopentyx 


3 -Chloro- 4 -methoxyphenyl 


LycioprupyiiueLnyi 


o Lfiioro- z -meunoxypnenyx 


Cyclopentyl 


2 # 4 -Dichlorophenyl 


Cyclopentyl 


3 - Fluorobenzyl 


Cyclopentyl 


2- (2-Trif luoromethylphenyl) ethenyl 


Cyclopentyl 


2 - { 2 -Bromophenyl ) ethenyl 
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Cyclop ropy lmethyl 


2 , 3 , 6 - Tr i f luoropheny 1 


Cyclopentyl 


3 -Chloro-4 -methylphenyl 


Cy c 1 op ropy 1 me t hy 1 


2,4, 5 -Tr if luoropheny 1 


Propyl 


3 -Fluoro-4 -methylphenyl 


Propyl 


3 -Chlorophenyl 


Allyl 


3 -Bromo-4 - f luoropheny 1 


Propyl 


3 - Bromo - 4 - f luoropheny 1 


Allyl 


3 - Iodophenyl 


Propyl 


3 - Iodophenyl 


Propyl 


3 - Iodo- 4 -methylphenyl 


Propyl 


3 , 4 - Di f luoropheny 1 


Propyl 

XT J. 


2 , 3 -Dif luoropheny 1 


Propyl 


2 , 4 -Dif luoropheny 1 


Propyl 


1, 3-Benzodioxol-5-yl 


Propyl 

** ^tr J 


3 - Chloro - 4 - f luoropheny 1 


Propyl 

^tr J 


5-Chloro-2 -methoxyphenyl 


Methyl 


2, 5-Dichlorophenyl 


Allyl 


2, 5-Dichlorophenyl 


Propyl 


2, 5-Dichlorophenyl 


Propyl 


2 , 4 -Di chlorophenyl 


Methyl 


3 -Bromophenyl 


Allyl 


3 -Bromophenyl 


Propyl 


3 -Bromophenyl 


Propyl 


5 - Methyl - 2 - thienyl 


Propyl 


2, 6 -Dif luoropheny 1 


3 -Methylbutyl 


4 , 5 -Dimethyl - 2 - f uryl 


3 -Methylbutyl 


3 -Chloro-4 -methylphenyl 


3 -Methylbutyl 


2,4, 5 -Tr if luoropheny 1 


3 -Methylbutyl 


2, 6 -Dif luoropheny 1 


3 -Methylbutyl 


2 -Bromo- 5 -methoxyphenyl 


3 -Methylbutyl 


3 , 5 -Dif luoropheny 1 


3 -Methylbutyl 


5 - Bromo - 2 - thienyl 


3 -Methylbutyl 


3 -Bromo- 2 -thienyl 



51. A compound according to claim 1 which has the 
formula 
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where R 2 and R 3 are defined in the following table: 







irrOpy-L 


rnenyi 


rieunyx 


_5 - Liiioropncnyi 


ax lyJ- 


j -Lnioropnenyi 


Propyl 


3 - cnioropnenyi 


Propyl 


b - Lnioro - z -uictnoxypnenyi 


Propyl 


3 - Tr it xuoromecnyxpnenyx 


Propyl 


z , b - jjxcnxoropnenyx 


Propyl 


3 -Bromopnenyx 


Propyl 


3 -Bromo-4 - f luorophenyl ! 


Methyl 


3 - Iodophenyl 


Allyl 


3 - Iodophenyl 


Propyl 


3 - Iodophenyl 


Allyl 


5 - Chloro- 2 -methoxyphenyl 


Propyl 


3 - Fluorophenyl 


Propyl 


2 - Fluorophenyl 


Propyl 


3 - Fluorophenyl 


Propyl 


2 - Fluorophenyl 


Allyl 


2 , 5-Di fluorophenyl 


Propyl 


2, 5-Di fluorophenyl 


Propyl 


1 , 3 -Benzodioxol-5-yl 


Methyl 


5 -Chloro- 2 -methoxyphenyl 


Allyl 


5 - Chloro - 2 - me t hoxypheny 1 


Methyl 


2, 5-Dichlorophenyl 


Methyl 


5 - Chloro- 2 -methoxyphenyl 


Allyl 


5 -Chloro- 2 -methoxyphenyl 


Propyl 


5 - Chloro - 2 - methoxyphenyl 


Propyl 


3 , 4 -Dichlorophenyl 


Allyl 


2, 5-Dichlorophenyl 


Propyl 


2 , 5-Dichlorophenyl 


Propyl 


2 , 4 -Dichlorophenyl 


Methyl 


3 -Bromophenyl 


Allyl 


3 - Bromophenyl 


Propyl 


3 -Bromophenyl 


Cy c 1 op ropyl methyl 


5 - cnxoro- z -metnoxypnenyx 


Cyclopropylmethyl 


2 , 5-Dichlorophenyl 


Propyl 


3 -Bromophenyl 


Cy c 1 op r opy lme t hy 1 


3 -Bromophenyl 


Pentyl 


3 - Bromo - 4 - f luorophenyl 


3 -Metnyloutyl 


3 - Bromo - 4 - r xuoropneny x 


rciiuy x 


*5 — TodoDhenvl 


Cyc 1 opr opy lme t hy 1 


3 - Bromo - 4 - f luorophenyl 


Cyclopropylmethyl 


3 -Iodophenyl 


Butyl 


2-Thienyl 


2 -Methylpropyl 


2-Thienyl 


Pentyl 


2-Thienyl 


3-Methylbutyl 


2-Thienyl 
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Butyl 


3 -Thienyl 


2-Methylpropyl 


3 -Thienyl 


Pentyl 


3 -Thienyl 


3-Methylbutyl 


3 -Thienyl 


3-Methylbutyl 


Benzyl 


Butyl 


5 - Methyl - 2 - thienyl 


2-Methylpropyl 


5 -Methyl - 2 - thienyl 


Pentyl 


5 -Methyl - 2 - thienyl 


3-Methylbutyl 


5 -Methyl- 2 -thienyl 


3-Methylbutyl. 


3 - Fluorobenzyl 


3-Methylbutyl 


4 - Fluorobenzyl 


3-Methylbutyl 


3-Methoxybenzyl ! 


3-Methylbutyl 


2,3, 6-Trif luorophenyl 


2-Methylpropyl 


2,3, 6-Trif luorophenyl 


3-Methylbutyl 


2,3, 6-Trif luorophenyl 


3-Methylbutyl 


2 -Chloro- 6 - f luorophenyl 


Butyl 


Phenyl 


2 -Methylpropyl 


Phenyl 


Pentyl 


Phenyl 


3-Methylbutyl 


Phenyl 


Butyl 


3 -Methylphenyl 


2-Methylpropyl 


3 -Methylphenyl 


Pentyl 


3 -Methylphenyl 


3-Methylbutyl 


3 -Methylphenyl 


Butyl 


4 -Methylphenyl 


2-Methylpropyl 


4 -Methylphenyl 


Butyl 


3 - Fluorophenyl 


2-Methylpropyl 


3 - Fluorophenyl 


Pentyl 


3 - Fluorophenyl 


3-Methylbutyl 


3 - Fluorophenyl 


Butyl 


4 - Fluorophenyl 


3-Methylbutyl 


4 - Fluorophenyl 


Butyl 


2 - F luorophenyl 


2-Methylpropyl 


2 - Fluorophenyl 


Pentyl 


2 - Fluorophenyl 


3-Methylbutyl 


2 - Fluorophenyl 


2-Methylpropyl 


4 - Ethy lphenyl 


2-Methylpropyl 


3 , 4 -Dimethylphenyl 


3-Methylbutyl 


3 -Methoxyphenyl 


2-Methylpropyl 


3 - Fluoro- 4 -methylphenyl 


3-Methylbutyl 


3 -Fluoro- 4 -methylphenyl 


2-Methylpropyl 


5 - Fluoro- 2 -methylphenyl 


Pentyl 


5 - Fluoro - 2 -methylphenyl 


3-Methylbutyl 


5 - Fluoro: 2 -methylphenyl 


Butyl 


2, 5-Dichlorophenyl 


2-Methylpropyl 


2, 5-Dichlorophenyl 


Pentyl 


2, 5-Dichlorophenyl 


3-Methylbutyl 


2 , 5-Dichlorophenyl 
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2 - Me tnyl propyl 


A "D ^ +- T r H T"\ V*l A T""l T 7 1 1 

*t - rciity ipneny j. 


Butyl 


3 - d ruiuopiicny i 


2 - Me tnyipropyi 


3 d rornupiicny i 


Pentyl 




3 -rieLnyiDULyi 


3 - Droiuopnenyi 


2 - Me thy lpropyl 


4 - d r oinopnc ny jl 


Butyl 


3 , 4 -Dime Lnyipnenyi 


2 -Me thy lpropyl 


3 — iouo-4 -rne uriy xprxtriiy -L 


3 -Metnylbutyl 


j - lOQO- ^ -iueLfiyj.pnenyi 


Butyl 


4 , b - jJimecnyi - z - luryi 


2 -Methylpropyl 


4 , b - Dimetny jl - z - ruryi 


3 -Methylbutyl 


4 , b - Dime tnyi - z - luryi 


3 -Methylbutyl 


4 -Metnoxy- j - unienyi 


Butyl 


3 - cnioro-z - tnienyi 


2 - Methylpropyl 


3 - cnioro-2 - unienyi 


Pentyl 


3 - cnioro - 2 - tnienyi 


3 -Methylbutyl 


3 - Cnioro- 2 - tmenyx 


2 -Methylpropyl 


3 - cnioro - 4 -TTieunyipnenyi 


3 -Methylbutyl 


3 - Cnioro -4 -tnetnyipnenyi 


3 -Methylbutyl 


2 f 4 , 5 -Trinuoropnenyi 


Pentyl 


2,6 -Dif luorophenyl 


3 -Methylbutyl 


2 , 6-Dit luoropnenyi 


Pentyl 


2 - Broino - b - me tnoxypneny i 


3 -Methylbutyl 


2 -Bromo- b -me tnoxypneny i 


3 -Methylbutyl 


3 , 5 -Dif luorophenyl 


2 -Methylpropyl 


5 -Bromo- 2 - thienyl 


3 -Methylbutyl 


5 -Bromo- 2 -tnienyi 


Butyl 


5 - Etny 1 - 2 - tnienyi 


2 -Methylpropyl 


5 -Etnyl-2 -tnienyi - 


j "rictiiyiijut.yi 


q _ p*- hvl - 2 - thienvl 


2 -Methylpropyl 


5 - Propyl - 2 - thienyl 


2 -Methylpropyl 


5 - Butyl - 2 - thienyl 


2 -Methylpropyl 


5 - Pentyl - 2 - thienyl 


2 -Methylpropyl 


5 - Hexyl - 2 - thienyl 



52 . A compound according to claim 1 which has the 
formula 
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where R 2 and R 3 are defined in the following table: 







rie Lnyi 


2, 5 -Dif luorophenyl 




2 , 5 -Dichlorophenyl 


Fropyx 


3 -Bromophenyl 


neLnyi 


3 - xoaopnenyx 




3 - Iodophenyl 


Fropyx 


3 - xoaopnenyx 


Fropyx 


2 , 5 -Dichlorophenyl 


riecnyx 


3 -Bromophenyl 


All ir~l 

Axxyx 


3 -Bromophenyl 


Fropyx 


3 -Bromo-4 - f luorophenyl 


z -Mecnyxpropyx 


3 - F luorophenyl 


z -Metnyxpropyx 


3 , 4 -Dimethylphenyl 


z -ineunyxpropyx 


j -neunoxypnenyx 


z -Mecnyxpropyx 


3 - Fluoro- 4 -methylphenyl 


Ly c i open ty i 


3 -Fluoro -4 -methylphenyl 


z -ricLnyipropyi 


5 - Fluoro- 2 -methylphenyl 


z -weLnyipropyi 


z - r iuoro-j -metnyxpnenyx 


z -rietnyipropyi 


j - unxoropnenyx 


z - ricLnyiprupyi 


*± - Liiioropnenyi 


2 -MethvlDroDvl 




Cyclopentyl 


4 -Methoxyphenyl 


Cyclopentyl 


4 - Butylphenyl 


3-Methylbutyl 


3 -Chloro- 4 -methoxyphenyl 


Cyclopentyl 


3 - Chloro - 4 -methoxyphenyl 


2 - Me thylpropyl 


3 , 4 -Dichlorophenyl 


3-Methylbutyl 


2 , 5 -Dichlorophenyl 


Cyclopentyl 


2 , 4 -Dichlorophenyl 


Cyclopentyl 


4 - Pentylphenyl 


3-Methylbutyl 


3 -Bromophenyl 


2 - Methy lpropy 1 


4 -Hexylphenyl 


Cyclopentyl 


4 -Hexylphenyl 


2 - Me thylpropyl 


3 -Bromo-4 -methylphenyl 


2 -Me thylpropyl 


3 -Bromo-4 - f luorophenyl 


3-Methylbutyl 


3 -Bromo-4 -f luorophenyl 


2 -Me thylpropyl 


3 -Iodophenyl 


3-Methylbutyl 


3 - Iodophenyl 
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2 -Methylpropyl 


3 - Iodo-4 -methylphenyl 


3-Methylbutyl 


2 -Thienyl 


3-Methylbutyl 


Benzyl 


2 - Me t hy 1 p ropy 1 


5 - Methyl - 2 - thienyl 


3-Methylbutyl 


5 - Methyl - 2 - thienyl 


3-Methylbutyl 


3 - Fluorobenzyl 


Cyclopentyl 


3 - Fluorobenzyl 


Cyclopentyl 


2 - Chlorobenzyl 


2 -Methylpropyl 


2 - ( 2 - Chlorophenyl ) ethenyl 


Cyclopentyl 


2 - ( 2 - Chlorophenyl ) ethenyl 


2 -Methylpropyl 


2,3, 6-Trif luorophenyl 


2 - Methylpropyl 


4 , 5- Dimethyl -2 -furyl 



53 . A compound according to claim 1 which has the 
formula 




where R 2 and R 3 are defined in the following table: 



R 2 


Ra 


Propyl 


5 - Bromo - 2 - thienyl 


Propyl 


1, 3-Benzodioxol-5-yl 



54 . A compound according to claim 1 which has the 
formula 
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where R 2 and R 3 are defined in the following table: 



R 2 


R 3 


Propyl 


3 - Bromo - 4 - fluorophenyl 


Allyl 


3 - Iodophenyl 


Propyl 


3 - Iodophenyl 


Propyl 


3 - Iodo-4 -methylphenyl 


Methyl 


2-Thienyl 


Methyl 


5 - Methyl - 2 - t hieny 1 


Propyl 


3 -Methylphenyl 


Propyl 


5 - Chloro - 2 -methoxyphenyl 


Propyl 


2 , 5-Dichlorophenyl 


Propyl 


3 -Bromophenyl 


3-Methylbutyl 


3 -Chloro-4 -methylphenyl 


3-Methylbutyl 


2,4,5- Tr i f luoropheny 1 


3-Methylbutyl 


3 , 5 -Dif luoropheny 1 


3-Methylbutyl 


5 - Bromo - 2 - thieny 1 


2- (2- 

Fluorophenyl ) 
ethyl 


2, 5-Dichlorophenyl 


2- (2- 

Fluorophenyl ) 
ethyl 


3 -Bromophenyl 


2-(2- 

Fluoropheny 1 ) 
ethyl 


3 - Iodophenyl 



55. A compound according to claim 1 which has the 
formula 




where R 2 and R 3 are defined in the following table: 



R 2 




Allyl 


3 -Bromo- 4 -methylphenyl 


Propyl 


3 -Bromo- 4 -methylphenyl 


Allyl 


3 - Br omo-4 - fluorophenyl 


Propyl 


3 - Bromo - 4 - f luoropheny 1 ; 


Methyl 


3 -Iodophenyl 
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Allyl 


3 - Ioaopnenyl 


Propyl 


3 - Iodophenyl 


Propyl 


3 - loao-4 -methylpnenyi 


Methyl 


2 -Thienyl 


Methyl 


3 -Thienyl 


Methyl 


3 - Methyl - 2 - thienyl 


Propyl 


5 -Methyl - 2 - thienyl 


Propyl 


Phenyl 


Methyl 


3 - Methylphenyl 


Propyl 


3 - Fluorophenyl 


Propyl 


2 - Fluorophenyl 


Methyl 


5 - Fluoro- 2 -methylphenyl 


Allyl 


5 - Fluoro- 2 -methylphenyl 


Methyl 


3 - Chlorophenyl 


Propyl 


3 -Chlorophenyl 


Propyl 


2 - Chlorophenyl 


Allyl 


3 , 4 -Di fluorophenyl 


Propyl 


3 , 4 -Di fluorophenyl 


Methyl 


2 , 3 -Dif luorophenyl 


Allyl 


2 , 3 -Dif luorophenyl 


Propyl 


2 , 3 -Dif luorophenyl 


Methyl 


2 , 5 -Dif luorophenyl 


Allyl 


2 , 5 -Dif luorophenyl 


Propyl 


2 , 5 -Dif luorophenyl 


Propyl 


2 , 4 -Dif luorophenyl 


Propyl 


1, 3 -Benzodioxol-5-yl 


Allyl 


3 - Chloro - 4 - f luorophenyl 


Propyl 


3 - Chloro - 4 - fluorophenyl 


Allyl 


5 - Chloro- 2 -methoxyphenyl 


Propyl 


5 - Chloro - 2 -methoxyphenyl 


Allyl 


2 , 5-Dichlorophenyl 


Propyl 


2 , 5-Dichlorophenyl 


Allyl 


3 -Bromophenyl 


Propyl 


3 -Bromophenyl 


Methyl 


5 - Ethoxy - 2 - thi eny 1 


2 -Methylpropyl 


2,4, 6 -Tr if luorophenyl 


2 -Methylpropyl 


2, 3 , 6 -Tr if luorophenyl 


3-Methylbutyl 


2 , 3 , 6 -Tr if luorophenyl 


2 -Methylpropyl • 


4 , 5 -Dimethyl - 2 - f uryl 


3-Methylbutyl 


4 , 5 -Dimethyl - 2 - f ury 1 


2 - Methylpropyl 


3 - Chloro - 2 - thienyl 


3-Methylbutyl 


3 -Chloro-2- thienyl 


2 -Methylpropyl 


5 -Methy lthio- 2 - thienyl 


2 -Methylpropyl 


j - Lnioropneny i 


3-Methylbutyl 


2 , 4 , 5 - Tr i f luorophenyl 


2 -Methylpropyl 


2 # 6 -Dif luorophenyl 


3-Methylbutyl 


Phenyl 


2 - Methylpropyl 


3 -Methylphenyl 
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3-Methylbutyl 


3 -Methylphenyl 


2 -Methylpropyl 


4 -Methylphenyl 


3-Methylbutyl 


4 -Methylphenyl 


2 -Methylpropyl 


2 - Methylphenyl 


3 -Methylbutyl 


2 - Methylphenyl 


2 -Methylpropyl 


3 - Fluorophenyl 


3-Methylbutyl 


3 - Fluorophenyl 


2 -Methylpropyl 


3 - Fluorophenyl 


3-Methylbutyl 


4 - Fluorophenyl 


2 -Methylpropyl 


2 - Fluorophenyl 


3-Methylbutyl 


2 - Fluorophenyl 


2 -Methylpropyl 


4 - Ethy lphenyl 


2 -Methylpropyl 


3 , 4 -Dimethylphenyl 


2 -Methylpropyl 


3 -Fluoro- 4 -methylphenyl 


Cyclopentyl 


3 - Fluoro- 4 -methylphenyl 


2 -Methylpropyl 


4 - Chlorophenyl 


Cyclopentyl 


4 -Methoxyphenyl 


3-Methylbutyl 


3 - Chloro- 4 - fluorophenyl 


3-Methylbutyl 


2-Thienyl 



56 . A compound according to claim 1 which has the 
formula 




where R 2 and R 3 are defined in the following table: 



R 2 


R3 


Methyl 


2, 5 -Di fluorophenyl 


Propyl 


2 , 5-Dichlorophenyl 


Propyl 


3 - Iodophenyl 
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57. A compound according 

formula 



PCT/US00/08610 

to claim 1 which has the 




where R 2 and R 3 are defined in the following table: 







Propyl 


3 - FluoroDhenvl 


Propyl 


2 - Fluoroohenvl 


Propyl 


3 4 - Di f luoroDhenvl 


Methyl 


2 , 5 -Dif luorophenyl 


Allyl 


2 5 - D i f luoroohenvl 


Propyl 


2 t 5 -Dif luorophenyl 


ProDvl 


1 , 3 -Benzodioxol - 5 -yl 


Proovl 


3 - Chloro - 4 - f luorophenyl 


Methyl 


5 -Chloro- 2 -methoxyphenyl 


Ethyl 


5 -Chloro -2 -methoxyphenyl 


Allyl 


5 - Chloro - 2 -methoxyphenyl 


Propyl 


5 - Chloro- 2 -methoxyphenyl 


Methyl 


2 / 5-Dichlorophenyl 


Allyl 


2 , 5-Dichlorophenyl 


Propyl 


2 , 5-Dichlorophenyl 


Propyl 


Phenyl 


Propyl 


3 -Fluoro-4 -methylphenyl 


Propyl 


5 - Fluoro- 2 -methylphenyl 


Methyl 


3 - Chlorophenyl 


Allyl 


3 - Chlorophenyl 


Propyl 


3 - Chlorophenyl 


Methyl 


5 - Chloro - 2 -me thoxyphenyl 


Ethyl 


5 - Ch 1 o r o - 2 - me t hoxyphe ny 1 


Allyl 


5 -Chloro- 2 -methoxyphenyl 


Propyl 


5 - Chloro- 2 -methoxyphenyl 


Methyl 


3 -Trif luorophenyl j 


Propyl 


3 - Tr i f luorophenyl 


Methyl 


2 , 5-Dichlorophenyl 


Allyl 


2 , 5-Dichlorophenyl 


Propyl 


2 , 5-Dichlorophenyl 


Methyl 


3 -Bromophenyl 


Allyl 


3 - B r omophe ny 1 
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Propyl 


3 -Bromophenyl 


Propyl 


3 -Bromo-4 - f luorophenyl 


Methyl 


3 - Iodophenyl 


Allyl 


3 - Iodophenyl ; 


Propyl 


3 -Iodophenyl 


Allyl 


2 - Fluorophenyl 


Propyl 


2 - Fluoropheny 1 


Propyl 


2 - Chloropheny 1 


Propyl 


3 , 4 -Dif luorophenyl 


Propyl 


2 , 3 -Dif luorophenyl 


Methyl 


2 , 5 -Dif luorophenyl 


Propyl 


4 -Methyl thiophenyl 


Propyl 


3 - Fluoro - 4 - met hoxypheny 1 


Propyl 


4 -Chloro-3 -methylphenyl 


Methyl 


3 - Chloro- 4 - f luorophenyl 


Allyl 


3 - Chloro- 4 - f luorophenyl 


Propyl 


3 -Chloro-4-f luorophenyl 


Propyl 


3,4,5- Tri f luorophenyl 


Propyl 


4 -Butylphenyl 


Propyl 


4 -Methylthiophenyl 


Butyl 


2-Thienyl 


2 - Me t hylpropyl 


2-Thienyl 


Pentyl 


2-Thienyl 


3-Methylbutyl 


2-Thienyl 


Butyl 


3 -Thienyl 


2 -Methylpropyl 


3 -Thienyl 


Pentyl 


3 -Thienyl 


3-Methylbutyl 


3 -Thienyl 


3-Methylbutyl 


Benzyl 


Butyl 


5 - Methyl - 2 - thienyl 


2 -Methylpropyl 


5 - Methyl - 2 - thienyl 


Pentyl 


5 -Methyl - 2 - thienyl 


3-Methylbutyl 


5 -Methyl - 2 - thienyl 


3-Methylbutyl 


3 -Fluorobenzyl 


3-Methylbutyl 


3 -Methoxybenzyl 


Butyl 


Phenyl 


2 - Me t hylpropyl 


Phenyl 


Pentyl 


Phenyl 


3-Methylbutyl 


Phenyl 


Butyl 


3 -Methylphenyl 


2 -Methylpropyl 


3 - Methylphenyl 


Pentyl 


3 -Methylphenyl 


3-Methylbutyl 


3 -Methylphenyl 


Butyl 


4 -Methylphenyl 


2 - Methylpropyl 


4 -Methylphenyl 


3-Methylbutyl 


4 -Methylphenyl 


Butyl 


3 - Fluorophenyl 


2 -Methylpropyl 


3 - Fluorophenyl 
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Pentyl 


3 - Fluorophenyl 


3-Methylbutyl 


3 - Fluorophenyl 


Butyl 


4 - Fluorophenyl 


2-Methylpropyl 


4 - Fluorophenyl 


Pentyl 


4 - Fluorophenyl 


3-Methylbutyl 


4 - Fluorophenyl 


Butyl 


2 - Fluorophenyl 


2-Methylpropyl 


2 - Fluorophenyl 


Pentyl 


2 - Fluorophenyl 


3-Methylbutyl 


2 - Fluorophenyl 


2 - Me t hy lpropy 1 


4 - Et hy lpheny 1 


2-Methylpropyl 


3,4- Dimethylpheny 1 


3-Methylbutyl 


2 , 5-Dimethylphenyl 


2-Methylpropyl 


2 , 4 -Dime thy lpheny 1 


2 - Methy lpropy 1 


3 -Methoxyphenyl 


3-Methylbutyl 


3 -Methoxyphenyl 


3-Methylbutyl 


2 -Methoxyphenyl 


2-Methylpropyl 


3 - Fluoro- 4 -methy lpheny 1 


3-Methylbutyl 


3 -Fluoro-4 -methylphenyl 


Butyl 


5 - Fluoro- 2 -methylphenyl 


2 -Methylpropyl 


5 - Fluoro - 2 -methylphenyl 


Pentyl 


5 - Fluoro- 2 - methylphenyl 


3-Methylbutyl 


5 - Fluoro- 2 -methylphenyl 


2 -Methylpropyl 


4 -Chlorophenyl 


3-Methylbutyl 


4 - Chlorophenyl 


2 -Methylpropyl 


2, 5-Dichlorophenyl 


Pentyl 


2 , 5-Dichlorophenyl 


3-Methylbutyl 


2, 5-Dichlorophenyl 


2-Methylpropyl 


4 - Pentylpheny 1 


2-Methylpropyl 


3 - Bromophenyl 


Pentyl 


3 - Bromopheny 1 


3-Methylbutyl 


3 -Bromophenyl 


2-Methylpropyl 


3 - lodo- 4 -methylphenyl 


3-Methylbutyl 


3 - lodo- 4 -methylphenyl 


Butyl 


2 - Chlorophenyl 


2-Methylpropyl 


2 - Chlorophenyl 


Pentyl 


2 - Chlorophenyl 


Butyl 


3 , 4 - Di f luoropheny 1 


2 -Methylpropyl 


3 , 4 -Di fluorophenyl 


Pentyl 


3 , 4 -Di fluorophenyl 


3-Methylbutyl 


3 , 4 -Di fluorophenyl 


Butyl 


2 , 3 -Di fluorophenyl 


2-Methylpropyl 


2 , 3 -Dif luoropheny 1 


Pentyl 


2 , 3 - Dif luoropheny 1 | 


3-Methylbutyl 


2 , 3 -Dif luoropheny 1 


Butyl 


2, 5 - Dif luoropheny 1 


2 - Methylpropyl 


2, 5 -Dif luoropheny 1 


Pentyl 


2 , 5 -Dif luoropheny 1 
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3-Methylbutyl 


2 , 5-Dif luorophenyl 


Butyl 


2 , 4 -Dif luorophenyl 


2 - Me thylpropyl 


2 , 4 -Dif luorophenyl 


Pentyl 


2 , 4 -Dif luorophenyl 


3-Methylbutyl 


2 , 4 -Dif luorophenyl 


2 -Me thylpropyl 


4 - Propylphenyl 


2 -Me thylpropyl 


4 - i - Propylphenyl 


Butyl 


1,3- Benzodioxol - 5 -yl 


2 -Me thylpropyl 


1,3- Benzodioxol - 5 -yl 


Pentyl 


1, 3 -Benzodioxol- 5 -yl 


3-Methylbutyl 


1, 3 -Benzodioxol-5-yl 


Butyl 


3 -Bromo-4 -methylphenyl 


2 -Me thylpropyl 


3 -Bromo-4 -methylphenyl 


Pentyl 


3 -Bromo-4 -methylphenyl 


3-Methylbutyl 


3 -Bromo-4 -methylphenyl 


2 -Me thylpropyl 


4 -Heptylphenyl 


Butyl 


3 - Iodophenyl 


2 -Me thylpropyl 


3 - Iodophenyl 


Pentyl 


3 - Iodophenyl 


3-Methylbutyl 


3 - Iodophenyl 


2 -Methylpropyl 


4 - Iodophenyl 


Butyl 


5 - Ethyl - 2 - thieny 1 


2 -Methylpropyl 


5 - Ethyl - 2 - thieny 1 


3-Methylbutyl 


5 - Ethyl - 2 - thienyl 


2 -Methylpropyl 


5 - Propyl - 2 - thienyl 



58. A compound according to claim 1 which has the 
formula 




where R 2 and R 3 are defined in the following table: 



R 2 


R 3 


Methyl 


3 - Fluoropheny 1 


Allyl 


3 - Fluorophenyl 


Propyl 


3 - Fluorophenyl 


Propyl 


4 - Fluorophenyl 


Methyl 


3 -Chloro-4 -methylphenyl 
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Allyl 


3 -Chloro-4 -methylphenyl 


Propyl 


3 -Chloro-4 -methylphenyl 


Allyl 


5 - Bromo- 2 - thieny 1 


Propyl 


5 -Bromo - 2 - thienyl 


Propyl 


3 -Fluoro-4 -methylphenyl 


Propyl 


5 - Fluoro- 2 -methylphenyl 


Propyl 


3 -Methoxyphenyl 


Propyl 


3 -Bromo-4 -methylphenyl 


Allyl 


3 -Bromo-4 - f luorophenyl 


Propyl 


3 -Bromo-4 -f luorophenyl 


Allyl 


3 - Iodophenyl 


Propyl 


3 - Iodophenyl 


Allyl 


5 - Chloro - 2 -methoxyphenyl 


Propyl 


5 - Chloro - 2 -methoxyphenyl 


Propyl 


3 , 4 -Dichlorophenyl 


Ethyl 


2 , 5 -Dichlorophenyl 


Allyl 


2 , 5 -Dichlorophenyl 


Propyl 


2 , 5 -Dichlorophenyl 


Propyl 


2 , 4 -Dichlorophenyl 


Ethyl 


3 -Bromophenyl 


Allyl 


3 -Bromophenyl 


Propyl 


3 -Bromophenyl 


Propyl 


5 -Methyl - 2 - thienyl 


Propyl 


4 -Chloro- 3 -methylphenyl 


Propyl 


3 - Chloro - 4 - f luorophenyl 


2-Methylpropyl 


Phenyl 


3-Methylbutyl 


Phenyl I 


2-Methylpropyl 


3 -Methylphenyl 


3-Methylbutyl 


3 -Methylphenyl 


2-Methylpropyl 


4 -Methylphenyl 


Cyclopentyl 


4 -Methylphenyl 


2-Methylpropyl 


2 -Methylphenyl 


3-Methylbutyl 


2 -Methylphenyl 


2-Methylpropyl 


3 -Fluorophenyl 


3-Methylbutyl 


3 - Fluorophenyl 


2-Methylpropyl 


4 - Fluorophenyl 


3-Methylbutyl 


4 - Fluorophenyl 


2-Methylpropyl 


2 - Fluorophenyl 


Cyclopentyl 


2 - Fluorophenyl 


2-Methylpropyl 


4 -Ethylphenyl 


2-Methylpropyl 


3 , 4 -Dimethylphenyl 


2-Methylpropyl 


2 , 3 -Dimethylphenyl 


2-Methylpropyl 


2 , 5 -Dimethylphenyl 


3-Methylbutyl 


2 , 5 -Dimethylphenyl 


2-Methylpropyl 


2 , 4 -Dimethylphenyl 


3-Methylbutyl 


2 , 4 -Dimethylphenyl 


Cyclopentyl 


2 , 4 -Dimethylphenyl 


2-Methylpropyl 


3 -Methoxyphenyl 
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3 -Methylbutyl 


3 -Methoxyphenyl 


2-Methylpropyl 


4 -Methoxyphenyl 


3 -Methylbutyl 


4 -Methoxyphenyl 


Cyclopentyl 


4 -Methoxyphenyl 


2-Methylpropyl 


2 -Methoxyphenyl 


3 -Methylbutyl 


2 -Methoxyphenyl 


2-Methylpropyl 


3 -Fluoro-4 -methylphenyl 


Cyclopentyl 


3 -Fluoro-4 -methylphenyl 


2-Methylpropyl 


3 -Fluoro- 2 -methylphenyl 


3 -Methylbutyl 


3 -Fluoro- 2 -methylphenyl 


2-Methylpropyl 


5 - Fluoro- 2 -methylphenyl 


3 -Methylbutyl 


5 - Fluoro- 2 -methylphenyl 


2-Methylpropyl 


2 -Fluoro- 3 -methylphenyl 


2 - Me t hy lpropyl 


3 -Chlorophenyl 


3 -Methylbutyl 


3 -Chlorophenyl 


Cyclopentyl 


3 -Chlorophenyl 


2-Methylpropyl 


4 - Chlorophenyl 


Cyclopentyl 


4 - Chlorophenyl 


3 -Methylbutyl 


2 - Chlorophenyl 


Cyclopentyl 


2 - Chlorophenyl 


2-Methylpropyl 


3 , 4 -Dif luorophenyl 


3 -Methylbutyl 


3 , 4 -Dif luorophenyl 


2 -Methylpropyl 


2 , 3 -Dif luorophenyl 


3 -Methylbutyl 


2 , 3 -Dif luorophenyl 


Cyclopentyl 


2 , 3 -Dif luorophenyl 


2 -Methylpropyl 


2 , 5 -Dif luorophenyl 


3 -Methylbutyl 


2 , 5 -Dif luorophenyl 


2-Methylpropyl 


2 , 4 -Dif luorophenyl 


3 -Methylbutyl 


2 , 4 -Dif luorophenyl 


Cyclopentyl 


2 , 4 -Dif luorophenyl 


2-Methylpropyl 


1 , 3 -Benzodioxol-5-yl 


3 -Methylbutyl 


1 , 3 -Benzodioxol-5-yl 


Cyclopentyl 


1 , 3 -Benzodioxol-5-yl 


2 -Methylpropyl 


4 -Methylthiophenyl 


Cyclopentyl 


4 -Methylthiophenyl 


Cyclopentyl 


3 -Fluoro-4 -methoxy 


Cyclopentyl 


4 - Buty lpheny 1 


Cyclopentyl 


4 - Ethyl thiophenyl 


2 -Methylpropyl 


3 -Chloro- 4 -methoxyphenyl 


3 -Methylbutyl 


3 - Ch 1 o r o - 4 - me t hoxyphe ny 1 


Cyclopentyl 


3-Chloro-4-met hoxyphe ny 1 


2 -Methylpropyl 


2 -Trif luoromethy lpheny 1 


3 -Methylbutyl 


2 -Trif luoromethy lpheny 1 


2-Methylpropyl 


3 , 4 -Dichlorophenyl 


3 -Methylbutyl 


3 , 4 -Dichlorophenyl 


2 -Methylpropyl 


2 , 3 -Dichlorophenyl 


2-Methylpropyl 


2 , 5 -Dichlorophenyl 


3 -Methylbutyl 


2 , 5 -Dichlorophenyl 
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2 - Me t hy 1 p ropy 1 


2 , 4 -Dichlorophenyl 


Cyclopentyl 


2 , 4 -Dichlorophenyl 


2 -Methylpropyl 


3 -Bromophenyl 


3-Methylbutyl 


3 -Bromophenyl 


Cyclopentyl 


3 -Bromophenyl 


2 -Methylpropyl 


4 -Bromophenyl 


Cyclopentyl 


4 -Bromophenyl 


2 -Methylpropyl 


2 - Bromophenyl 


3-Methylbutyl 


2 -Bromophenyl 


2 -Methylpropyl 


3 -Bromo-4 -methylphenyl 


3-Methylbutyl 


3 -Bromo-4 -methylphenyl 


Cyclopentyl 


3 -Bromo-4 -methylphenyl 


2 -Methylpropyl 


3 -Bromo-4 -fluorophenyl 


3-Methylbutyl 


3 - Bromo - 4 - f luoropheny 1 


2 -Methylpropyl 


3 - Iodophenyl 


3-Methylbutyl 


3 - Iodophenyl 


2 -Methylpropyl 


4 - Iodophenyl 


2 -Methylpropyl 


3 - Iodo- 4 -methylphenyl 


2 -Methylpropyl 


4 - Iodobenzyl 


2 -Methylpropyl 


2-Thienyl 


3-Methylbutyl 


2-Thienyl 


2 -Methylpropyl 


Benzyl 


3-Methylbutyl 


Benzyl 


Cyclopentyl 


Benzyl 


2 -Methylpropyl 


5 - Methyl - 2 - thienyl 


3-Methylbutyl 


5 -Methyl - 2 - thienyl 


Cyclopentyl 


5 -Methyl - 2 - thienyl 


Cyclopentyl 


3 -Methylbenzyl 


2 -Methylpropyl 


3 - Fluorobenzy 1 


3-Methylbutyl 


3 - Fluorobenzyl 


Cyclopentyl 


3 - Fluorobenzyl 


3-Methylbutyl 


2 -Methoxybenzyl 


Cyclopentyl 


1 - ( 4 - Fluorophenyl ) ethyl 


Cyclopentyl 


2 - Chlorobenzyl 


Cyclopentyl 


2- (2-Chlorophenyl) ethenyl 


2 -Methylpropyl 


2,4, 6 -Tri fluorophenyl 


2 -Methylpropyl 


2 , 3 , 6 -Tri fluorophenyl 


2 -Methylpropyl 


2 - Chloro- 6 - fluorophenyl 


2 -Methylpropyl 


3 -Chloro- 4 -methylphenyl 



59. A compound according to claim 1 which has the 
formula 
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where R 2 and R 3 are defined in the following table: 



R 2 


R 3 


Propyl 


Phenyl 


Propyl 


3 -Methylphenyl 


Propyl 


4 -Methylphenyl 


Propyl 


3 - Fluorophenyl 


Methyl | 


2 - Fluorophenyl 


Allyl 


2 - Fluorophenyl 


Propyl 


2 - Fluorophenyl 


Methyl 


2 , 3 -Di fluorophenyl 


Methyl 


2 , 5 -Di fluorophenyl 


Ethyl 


5 - Chloro- 2 -methoxyphenyl 


3-Methylbutyl 


2,3, 6 -Tri fluorophenyl 



60. A compound according to claim 1 which has the 
formula 




where R 2 and R 3 are defined in the following table: 



R 2 


R3 


Methyl 


Phenyl 


Propyl 


Phenyl 


Methyl 


3 -Methylphenyl 


Propyl 


3 -Methylphenyl 


Methyl 


3 - Fluorophenyl 


Propyl 


3 - Fluorophenyl 
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i ic i— i i y -i~ 


2 - Fluoroohenvl 


Allyl 


2 - Fluorophenyl 


Prnnvl 


? - Fluoroohenvl 


Mf»1- hvl 


q - Fluoro- 2 -methvlohenvl 


i v ic: L.liy l 


- Cln 1 nrnnhenvl 


rl O jkJ y jl 


"2 _ pv-» i nrotjhenvl 


±r x. u lj y X 


*i - ph "1 nro-4 - f luoroohenvl 




"2 . Th -J pnvl 


it xvopy JL 


O — T'Vi i pnvl 


i v ie c ny jl 


J illlClljr X 


Methyl 


3 - Methyl - 2 - thieny 1 


Methyl 


5 - Methyl -.2 - thienyl 


Propyl 


5-Methyl-2-thienyl 


Propyl 


5 - Chloro- 2 -methoxyphenyl 


Methyl 


3 -Bromophenyl 


Propyl 


3 -Bromophenyl 



61. A compound according to claim 1 which has the 
formula 




where R 2 and R 3 are defined in the following table: 



R 2 


R 3 


Propyl 


Phenyl 


Propyl 


3 -Methylphenyl 


Propyl 


4 -Methylphenyl 


Propyl 


3 - Fluorophenyl 


Propyl 


2 - Fluorophenyl 


Propyl 


5 - Fluoro - 2 -methylphenyl 


Ethyl 


3 - Chloropheny 1 


Allyl 


3 - Chlorophenyl 


Propyl 


3 - Chlorophenyl 


Propyl 


1, 3-Benzodioxol-5-yl 


Allyl 


3 -Chloro- 4 - fluorophenyl 


Propyl 


3 - Chloro - 4 - f luoropheny 1 


Propyl 


5 - Chloro- 2 -methoxyphenyl 
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Propyl 


3 -Trif luoromethylphenyl 


Propyl 


3 , 4 -Dichlorophenyl 


Allyl 


2 , 5-Dichlorophenyl 


Allyl 


3 -Bromophenyl 


Propyl 

Er J 


3 -Bromophenyl 


Propyl 

Er J 


3 -Bromo-4 -methylphenyl 


Methyl 


3 -Bromo-4 - f luorophenyl 


Allyl 


3 -Bromo-4 - f luorophenyl 


Propyl 

Er j 


3 -Bromo-4 - f luorophenyl 


Methyl 


3 - Iodophenyl 


Allyl 


3 - Iodophenyl 


Propyl 


3 - Iodophenyl 


Propyl 

Er 2 **" 


3 -Bromo-4 - f luorophenyl 


Methyl 


3 -Bromo- 4 - f luorophenyl 


Allyl 


3 - B romo - 4 - f luorophenyl 


Propyl 


3 -Bromo-4 - f luoroohenvl 


Methyl 


3 - Iodophenyl 


Ethyl 


3 - IodoiDhenvl 


Allyl 


3 - Iodoohenvl 


Propyl 

Er J 


3 - Iodophenyl 


Propyl 


3 - Iodo-4 -methylphenyl 


Methyl 


2-Thienyl 


Propyl 


2-Thienyl 


Allyl 


5-Methyl-2-thienyl 


Propyl 


5-Methyl-2-thienyl 



62. A compound according to claim 1 which has the 
formula 




where R 2 and R 3 are defined in the following table: 



R 2 


R3 


2 -Methylpropyl 


Phenyl 


2 -Methylpropyl 


3 -Methylphenyl 


2 -Methylpropyl 


4 -Methylphenyl 
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2 -Methylpropyl 


2 - Fluorophenyl 


2-Methylpropyl 


4 - Ethy lphenyl 


2 - Methylpropyl 


3 , 4 -Dimethylphenyl 


2 - Methylpropyl 


2 , 5 -Di fluorophenyl 


2-Methylpropyl 


2 , 4 -Di fluorophenyl 


2 -Methylpropyl 


1, 3 -Benzodioxol-5-yl 


2-Methylpropyl 


4 -Bromophenyl 


2 - Methylpropyl 


3 -Bromo-4 -methylphenyl 


2 -Methylpropyl 


3 -Chloro-4 -me thy lphenyl 


2 -Methylpropyl 


2 , 4 , 5 - Tr i f luoropheny 1 



63 . A compound according to claim 1 which has the 
formula 




where R 2 and R 3 are defined in the following table: 



R 2 


R 3 


Propyl 


2 - Fluorophenyl 


Allyl 


5 - Chloro - 2 -me thoxypheny 1 


Propyl 


5 - Chloro- 2 -methoxyphenyl 


Methyl 


2, 5-Dichlorophenyl 


Allyl 


2 , 5-Dichlorophenyl 


Propyl 


2 , 5-Dichlorophenyl 


Methyl 


3 -Bromophenyl 


Allyl 


3 -Bromophenyl 


Propyl 


3 -Bromophenyl 


Propyl 


3-Iodophenyl 


2 - Me t hy 1 p r opy 1 


2,3, 6 -Tri fluorophenyl 


3-Methylbutyl 


2,3, 6 -Tri fluorophenyl 


2-Methylpropyl 


3 - Chloro - 4 - phenyl 


3-Methylbutyl 


3 -Chloro-4 -phenyl 


2-Methylpropyl 


2,4, 5 -Tri fluorophenyl 


3-Methylbutyl 


2,4,5- Tri f luoropheny 1 


2 -Methylpropyl 


2, 6 -Di fluorophenyl 


3-Methylbutyl 


2, 6 -Di fluorophenyl 


Butyl 


Phenyl 
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2 -Methylpropyl 


Phenyl 


Pentyl 


Phenyl 


3-Methylbutyl 


Phenyl 


Butyl 


3 -Methylphenyl 


2 -Methylpropyl 


3 -Methylphenyl 


Pentyl 


3 -Methylphenyl 


3-Methylbutyl 


3 -Methylphenyl 


2 -Methylpropyl 


4 -Methylphenyl 


3-Methylbutyl 


4 -Methylphenyl 


Butyl 


3 - Fluorophenyl 


2 -Methylpropyl 


3 - Fluorophenyl 


Pentyl 


3 - Fluorophenyl 


3 -Methylbutyl 


3 - Fluorophenyl 


2 -Methylpropyl 


4 - Fluorophenyl 


3-Methylbutyl 


4 - Fluorophenyl 


Butyl 


2 - Fluorophenyl 


2 -Methylpropyl 


2 - Fluorophenyl 


Pentyl 


2 - Fluorophenyl 


3-Methylbutyl 


2 - Fluorophenyl 


2 -Methylpropyl 


3 , 4 -Dimethylphenyl 


Butyl 


2 - Chlorophenyl 


2 -Methylpropyl 


2 - Chlorophenyl 


Pentyl 


2 - Chlorophenyl 


3-Methylbutyl 


2 - Chlorophenyl 


Butyl 


3 , 4 -Di fluorophenyl 


2 - Methylpropyl 


3 , 4 -Di fluorophenyl 


Pentyl 


3 , 4 -Di fluorophenyl 


3-Methylbutyl 


3 , 4 -Di fluorophenyl 


Butyl 


2 , 3 -Di fluorophenyl 


2 -Methylpropyl 


2 , 3 -Di fluorophenyl 


Pentyl 


2 , 3 -Di fluorophenyl 


3-Methylbutyl 


2 , 3 -Di fluorophenyl 


Butyl 


2 , 5 -Di fluorophenyl 


2 -Methylpropyl 


2, 5 -Di fluorophenyl 


Pentyl 


2 , 5-Dif luorophenyl 


3-Methylbutyl 


2, 5-Dif luorophenyl 


2 -Methylpropyl 


2 , 4 -Di fluorophenyl 


3-Methylbutyl 


2 , 4 -Dif luorophenyl 


2 -Methylpropyl 


1 , 3 -Benzodioxol - 5 -yl 


3-Methylbutyl 


1 # 3 -Benzodioxol- 5 -yl 


3-Methylbutyl 


3 - Iodo- 4 -methylphenyl 


2 -Methylpropyl 


2- ( 2 -Chlorophenyl ) ethenyl 


Butyl 


2-Thienyl 


Pentyl 


2-Thienyl 


3-Methylbutyl 


2-Thienyl 


Pentyl 


3-Thienyl 


3-Methylbutyl 


3-Thienyl 


3-Methylbutyl 


Benzyl 
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Butyl 


5 - Methyl - 2 - thienyl 


2 -Methylpropyl 


5 -Methyl -2 -thienyl 


Pentyl 


5 - Methyl - 2 - thienyl 


3-Methylbutyl 


5 -Methyl - 2 - thienyl 


3-Methylbutyl 


3 - Fluorobenzyl 


3-Methylbutyl 


3 -Methoxybenzyl 



64 . A compound according to claim 1 which has the 
formula 




where R 2 and R 3 are defined in the following table: 



R 2 


R3 


Propyl 


3-Iodophenyl | 


2 -Methylpropyl 


3 -Chloro-4 - f luorophenyl | 


2 -Methylpropyl 


3 - Bromophenyl 


3-Methylbutyl 


3 -Bromophenyl 


2 -Methylpropyl 


3 -Bromo-4 -methylphenyl 


2 -Methylpropyl 


3 -Bromo-4 - f luorophenyl 


3-Methylbutyl 


3 -Bromo-4 - f luorophenyl 


2 -Methylpropyl 


3-Iodophenyl 


3-Methylbutyl 


3 -Bromo-4 - f luorophenyl 


2 -Methylpropyl 


Phenyl 


3-Methylbutyl 


Phenyl 


2 -Methylpropyl 


3 -Methylphenyl \ 


3-Methylbutyl 


3 -Methylphenyl 


2 -Methylpropyl 


4 -Methylphenyl 


2 -Methylpropyl 


3 -Fluorophenyl 


3-Methylbutyl 


3 - Fluorophenyl 


2 -Methylpropyl 


4 - Fluorophenyl 


2 -Methylpropyl 


2 - Fluorophenyl 


3-Methylbutyl 


2 - Fluorophenyl 


2 -Methylpropyl 


3 , 4 -Dimethylphenyl 


2 -Methylpropyl 


3 -Fluoro- 4 -methylphenyl 


2 -Methylpropyl 


3 -Chlorophenyl 


3-Methylbutyl 


3 - Chlorophenyl 


2 -Methylpropyl 


3 -Iodo- 4 -methylphenyl 


2 -Methylpropyl 


5 -Methyl - 2 - thienyl 


3-Methylbutyl 


5 - Methyl - 2 - thienyl 
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3-Methylbutyl 


3 - Fluorobenzyl 


2 - Me thylpropyl 


3 -Chloro- 4 -methylphenyl 


2 - Me thylpropyl 


2,4, 5-Tnf luorophenyl 


Butyl 


3 , 4 -Dime thy Iphenyl 


2 -Me thylpropyl 


3 , 4 -Dime thy Iphenyl 


3-Methylbutyl 


3 , 4 -Dimethy Iphenyl 


3-Methylbutyl 


2 , 3 -Dimethy Iphenyl 


2 -Me thylpropyl 


2, 5-Dimethylphenyl 


3 -Methylbutyl 


2, 5-Dimethylphenyl 


2 - Methy lpropy 1 


1, 3-Benzodioxol-5-yl 


3-Methylbutyl 


3 -Methoxybenzyl 


Benzyl 


3 - Chlorophenyl 


Benzyl 


5 - Chloro - 2 - me thoxypheny 1 


Benzyl 


3 -Bromophenyl 


Benzyl 


3 - Iodophenyl 



65 . A compound according to claim 1 which has the 
formula 




where R 2 and R 3 are defined in the following table: 



R 2 


R 3 


2 -Me thylpropyl 


Phenyl 


Pentyl 


Phenyl 


3-Methylbutyl 


Phenyl 


3-Methylbutyl 


3 -Methylphenyl 


2 -Methy lpropy 1 


4 -Methylphenyl 


2 -Me thylpropyl 


3 - Fluorophenyl 


3-Methylbutyl 


3 - Fluorophenyl 


2 -Me thylpropyl 


4 - Fluorophenyl 


Butyl 


2 - Fluorophenyl 


2 -Methylpropyl 


2 - Fluorophenyl 


Pentyl 


2 - Fluorophenyl . 


3-Methylbutyl 


2 - Fluorophenyl 


2 -Methylpropyl 


3 -Me thoxypheny 1 


3-Methylbutyl 


3 -Me thoxypheny 1 


3-Methylbutyl 


4 -Methoxyphenyl 
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2 - Methy lpropy 1 


3 -Fluoro-4 -methylphenyl 


3-Methylbutyl 


2 - Fluoro- 3 -methylphenyl 


Butyl 


3 - Chlorophenyl 


2 - Methy lpropy 1 


3 - Chlorophenyl 


Pentyl 


3 - Chlorophenyl 


3-Methylbutyl 


3 - Chlorophenyl 


2 -Me thy lpropy 1 


3 , 4 -Dif luorophenyl 


2 -Me thy lpropy 1 


2 , 3 -Dif luorophenyl 


3-Methylbutyl 


2 , 3 -Dif luorophenyl 


3-Methylbutyl 


2, 5 -Dif luorophenyl 


2 - Me thy lpropy 1 


1, 3 -Benzodioxol-5-yl 


2 - Me thy lpropy 1 


1 , 3 -Benzodioxol-5-yl 


3-Methylbutyl 


5 - Chloro- 2 -methoxyphenyl 


3-Methylbutyl 


3 -Bromophenyl 


2 -Methylpropyl 


4 -Bromophenyl 


2 - Methy lpropyl 


5 -Methyl - 2 - thienyl 


3-Methylbutyl 


5 - Methyl - 2 - thienyl 


3-Methylbutyl 


2,3, 6 -Trif luorophenyl 



66. A compound according to claim 1 which has the 
formula 




where R 2 and R 3 are defined in the following table: 



R 2 


R 3 


Butyl 


Phenyl 


2 -Methylpropyl 


Phenyl 


Pentyl 


Phenyl 


3-Methylbutyl 


Phenyl 


Butyl 


3 -Methylphenyl 


2 - Methylpropyl 


3 -Methylphenyl 


Pentyl 


3 -Methylphenyl 


3-Methylbutyl 


3 -Methylphenyl 


Butyl 


4 -Methylphenyl 


2 -Methylpropyl 


4 -Methylphenyl 


3-Methylbutyl 


4 -Methylphenyl 
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3-Methylbutyl 


2 -Methylphenyl 


Butyl 


3 - Fluorophenyl 


2 -Methylpropyl 


3 - Fluorophenyl 


Pentyl 


3 - Fluorophenyl 


3-Methylbutyl 


3 - Fluorophenyl 


2 -Methylpropyl 


4 - Fluorophenyl 


3 -Methylbutyl 


4 - Fluorophenyl 


Butyl 


2 - Fluorophenyl 


2 -Methylpropyl 


2 - Fluorophenyl 


Pentyl 


2 - Fluorophenyl 


3-Methylbutyl 


2 - Fluorophenyl 


2 -Methylpropyl 


4 - Ethylphenyl 


Butyl 


3 , 4 -Dimethylphenyl 


2 -Methylpropyl 


3 , 4 -Dimethylphenyl 


3-Methylbutyl 


3 , 4 -Dimethylphenyl 


2 -Methylpropyl 


2 , 4 - Dimethylphenyl 


Butyl 


3 -Methoxyphenyl 


2 -Methylpropyl 


3 -Methoxyphenyl 


Pentyl 


3 - Methoxyphenyl 


3-Methylbutyl . 


3 -Methoxyphenyl 


Butyl 


4 -Methoxyphenyl 


2 -Methylpropyl 


4 -Methoxyphenyl 


3-Methylbutyl 


4 -Methoxyphenyl 


Pentyl 


2 -Methoxyphenyl 


3-Methylbutyl 


2 -Methoxyphenyl 


Butyl 


3 -Fluoro- 4 -methylphenyl 


Pentyl 


3 - Fluoro- 4 - methylphenyl 


3-Methylbutyl 


3 - Fluoro- 4 -methylphenyl 


3-Methylbutyl 


3 - Fluoro - 2 - methylphenyl 


Butyl 


2 - Fluoro- 3 -methylphenyl 


2 -Methylpropyl 


2 - Fluoro - 3 -methylphenyl 


Pentyl 


2 - Fluoro- 3 -methylphenyl 


3-Methylbutyl 


2 - Fluoro- 3 -methylphenyl 


Butyl 


3 - Chlorophenyl 


2 -Methylpropyl 


3 -Chlorophenyl 


Pentyl 


3 - Chlorophenyl 


3-Methylbutyl 


3 - Chlorophenyl 


2 -Methylpropyl 


4 - Chlorophenyl 


Pentyl 


4 -Chlorophenyl 


3-Methylbutyl 


4 - Chlorophenyl 


Butyl 


2 - Chlorophenyl 


2 -Methylpropyl 


2 - Chlorophenyl 


Pentyl 


2 - Chlorophenyl 


3-Methylbutyl 


2 - Chlorophenyl 


Butyl 


3 , 4 -Di fluorophenyl 


2 -Methylpropyl 


3 , 4 -Di fluorophenyl 


Pentyl 


3 , 4 -Di fluorophenyl 


3-Methylbutyl 


3 , 4 -Di fluorophenyl 
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Butyl 


2 , 3 -Dif luorophenyl 


2 - Me thylpropyl 


2 , 3 -Dif luorophenyl 


Pentyl 


2 , 3 -Dif luorophenyl 


3-Methylbutyl 


2 , 3 -Dif luorophenyl 


Butyl 


2 , 5 -Dif luorophenyl 


2 -Methylpropyl 


2 , 5 -Dif luorophenyl 


Pentyl 


2 , 5 -Dif luorophenyl 


3-Methylbutyl 


2 , 5 -Dif luorophenyl 


Butyl 


2 , 4 -Dif luorophenyl 


2 -Methylpropyl 


2 , 4 -Dif luorophenyl 


Pentyl 


2 , 4 -Dif luorophenyl 


3-Methylbutyl 


2 , 4 -Dif luorophenyl 


2 -Methylpropyl 


3 - Ethoxypheny 1 


3-Methylbutyl 


3 -Ethoxyphenyl 


Butyl 


1, 3 -Benzodioxol-5-yl 


2 -Methylpropyl 


1, 3-Benzodioxol-5-yl 


Pentyl 


1, 3-Benzodioxol-5-yl 


3-Methylbutyl 


1, 3 -Benzodioxol-5-yl 


Butyl 


4 -Methylthiophenyl 


2 -Methylpropyl 


4-Methylthiophenyl 


3-Methylbutyl 


3 - Fluoro- 4 -methoxyphenyl 


Butyl 


3 - Chloro - 4 - f luorophenyl 


2 -Methylpropyl 


3 -Chloro-4 -f luorophenyl 


3-Methylbutyl 


3 -Chloro- 4 -f luorophenyl 


3-Methylbutyl 


3 -Chloro- 4 -methoxyphenyl 


Pentyl 


5 - Chloro - 2 -methoxyphenyl 


3-Methylbutyl 


5 -Chloro -2 -methoxyphenyl 


2 -Methylpropyl 


3 , 4 -Dichlorophenyl 


3-Methylbutyl 


3 , 4 -Dichlorophenyl 


Butyl 


2, 5 -Dichlorophenyl 


2 -Methylpropyl 


2 , 5 -Dichlorophenyl 


Pentyl 


2, 5 -Dichlorophenyl 


3-Methylbutyl 


2, 5 -Dichlorophenyl 


2 -Methylpropyl 


2 , 4 -Dichlorophenyl 


3-Methylbutyl 


2 , 4 -Dichlorophenyl 


Butyl 


3 -Bromophenyl 


2 -Methylpropyl 


3 - Bromophenyl 


Pentyl 


3 -Bromophenyl 


3-Methylbutyl 


3 -Bromophenyl 


2 -Methylpropyl 


4 -Bromophenyl 


3-Methylbutyl 


4 -Bromophenyl 


3-Methylbutyl 


2 -Bromophenyl 


3-Methylbutyl 


3-Bromo-4 -methylphenyl 


Butyl 


3 -Bromo- 4 - f luorophenyl 


2 -Methylpropyl 


3 - Bromo - 4 - f luorophenyl 


Pentyl 


3 -Bromo- 4 - f luorophenyl 


3-Methylbutyl 


3 -Bromo- 4 -f luorophenyl 


Butyl 


3 - Iodophenyl 
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2 - Methy lpropy 1 


3 - lodophenyl 


Pentyl 


3 - lodophenyl 


3-Methylbutyl 


3 -lodophenyl 


Butyl 


5 - Methyl - 2 - thienyl 


2 -Methy lpropyl 


5 - Methyl - 2 - thienyl 


Pentyl 


5 - Methyl - 2 - thienyl 


3-Methylbutyl 


5 - Methyl - 2 - thienyl 


3-Methylbutyl 


3 - Fluorobenzyl 


3-Methylbutyl 


3 -Methoxybenzyl 


3-Methylbutyl 


2-Methoxybenzyl 


2 -Methy lpropyl 


2,4, 6-Trif luorophenyl 


Butyl 


2,3, 6-Trif luorophenyl 


2 - Me thy lpropyl 


2,3,6 -Trif luorophenyl 


Pentyl 


2,3, 6 -Trif luorophenyl 


3-Methylbutyl 


2,3,6- Tr i f luorophenyl 


3-Methylbutyl 


2 , 5 -Dimethyl -3 -furyl 


Butyl 


4 , 5-Dimethyl-2-f uryl 


2 - Methy lpropy 1 


4 , 5-Dimethyl-2-f uryl 


Pentyl 


4 , 5 -Dimethyl -2 -f uryl 


3-Methylbutyl 


4 , 5 -Dimethyl -2 -f uryl 


2 - Me thy lpropy 1 


2 - ( 3 - Thienyl ) ethenyl 


Pentyl 


3 - Chloro- 2 - thienyl 


3-Methylbutyl 


3 - Chloro- 2 - thienyl 


2 -Me thy lpropyl 


5 -Methylthio- 2 - thienyl 


3-Methylbutyl 


5 - Me thy 1 thio- 2 - thienyl 


Butyl 


3 -Chloro -4 -methylphenyl 


2 -Me thy lpropyl 


3 -Chloro-4-methylphenyl 


3-Methylbutyl 


3 - Chloro - 4 -methylphenyl 


2 -Methylpropyl 


2,4, 5-Trichlorophenyl 



67. A compound according to claim 1 which has the 
formula 

fu o 




where R 2 and R 3 are defined in the following table: 
_ 
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Methyl 


Phenyl 


Allyl 


Phenyl 


Propyl 


Phenyl 


Methyl 


3 -Methylphenyl 


Allyl 


3 -Methylphenyl 


Propyl 


3 -Methylphenyl 


Propyl 


4 -Methylphenyl 


Methyl 


3 - Fluorophenyl 


Allyl 


3 - Fluorophenyl 


Propyl 


3 - Fluorophenyl 


Propyl 


4 - Fluorophenyl 


Methyl 


2 - Fluorophenyl 


Allyl 


2 - Fluorophenyl 


Propyl 


2 - Fluorophenyl 


Propyl 


3 , 4 -Dimethylphenyl 


Propyl 


3 -Methoxyphenyl 


Propyl 


3 - Fluoro - 4 -methylphenyl 


Allyl 


3 - Chlorophenyl 


Propyl 


3 -Chlorophenyl 


Propyl 


2 - Chlorophenyl 


Propyl 


3 , 4 -Di fluorophenyl 


Methyl 


2 , 3 -Di fluorophenyl 


Propyl 


2, 3 -Di fluorophenyl 


Methyl 


2 , 5 -Di fluorophenyl 


Allyl 


2, 5-Dif luorophenyl 


Propyl 


2 , 5-Dif luorophenyl 


Propyl 


2 , 4 -Dif luorophenyl 


Propyl 


1, 3-Benzodioxol-5-yl 


Propyl 


3 -Chloro-4 -fluorophenyl 


Methyl 


5 -Chloro- 2 -methoxyphenyl 


Methyl 


3 -Trif luoromethylphenyl 


Propyl 


3 -Trif luoromethylphenyl 


Methyl 


2, 5-Dichlorophenyl 


Propyl 


2 , 5-Dichlorophenyl 


Methyl 


3 -Bromophenyl 


Allyl 


3 -Bromophenyl 


Propyl 


3 -Bromophenyl 


Propyl 


3 -Bromo- 4 -methylphenyl 


Methyl 


3 -Bromo-4 - fluorophenyl 


Allyl 


3 -Bromo-4 -fluorophenyl 


Propyl 


3 -Bromo-4 - fluorophenyl 


Methyl 


3 - Iodophenyl 


Ethyl 


3 - Iodophenyl 


Allyl 


3 - Iodophenyl 


Propyl 


3 - Iodophenyl 


Propyl 


5 - Methyl - 2 - thienyl 


Propyl 


3 - Fluorobenzyl 


Methyl 


5 - Ethoxy- 2 - thienyl 
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68. A compound according to claim 1 which has the 
formula 




where R 2 and R 3 are defined in the following table: 



R2 ! 


R3 


Propyl 


3 -Chloro-4-methy lphenyl 


Propyl 


2,4, 5-Trif luorophenyl 


Benzyl 


Phenyl 


Benzyl 


3 - Fluorophenyl 


Benzyl 


4 - Fluorophenyl 


Benzyl 


2 - Fluorophenyl 


Benzyl 


3 , 4 -Dime thy lphenyl 


Benzyl 


3 , 5 -Dimethy lphenyl 


Benzyl 


2 , 3 -Dime thy lphenyl 


Benzyl 


2 , 5-Dimethylphenyl 


Benzyl 


2 , 4 -Dime thy lphenyl 


Benzyl 


3 -Methoxyphenyi 


Benzyl 


2 -Methoxyphenyi 


Benzyl 


3 -Fluoro-4-methy lphenyl 


Benzyl 


5 - Fluoro - 2 -methy lphenyl 


Benzyl 


3 -Chlorophenyl 


Benzyl 


4 -Chlorophenyl 


Benzyl 


2 -Chlorophenyl 


Benzyl 


3 , 4 -Di fluorophenyl 


Benzyl 


2 , 3 -Di fluorophenyl 


Benzyl 


2 , 5 -Di fluorophenyl 


Benzyl 


2 , 4 -Di fluorophenyl 


Benzyl 


3 - Ethoxyphenyl 


Benzyl 


1, 3 -Benzodioxol-5-yl 


Benzyl 


4 - Chloro- 3 -methylphenyl 


Benzyl 


3 - Chloro- 4 - f luorophenyl 


. Benzyl 


3,4, 5-Trif luorophenyl 


Benzyl 


2 , 5 -Dimethoxyphenyl 


Benzyl 


5-Chloro- 2 -methoxyphenyi 
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Benzyl 


4 - Chloro - 2 - me thoxypheny 1 


Benzyl 


3 -Trif luoromethylphenyl i 


Benzyl 


2 - Tr i f luorome t hy lpheny 1 


Benzyl 


3 , 4 -Dichlorophenyl 


Benzyl 


2 , 3 -Dichlorophenyl 


Benzyl 


2, 5 -Dichlorophenyl 


Benzyl 


2 , 4 -Dichlorophenyl 


Benzyl 


3 -Bromophenyl 


Benzyl 


2 -Bromophenyl 


Benzyl 


3 -Bromo-4 - f luorophenyl 


Benzyl 


3-Iodophenyl 


Benzyl 


2 -Methoxyphenyl 


Benzyl 


2 , 5-Dimethylpyrrol-3-yl 


Benzyl 


2,3, 6 -Trif luorphenyl 


3-Methylbutyl 


2 -Chloro- 6 - f luorophenyl 


3-Methylbutyl 


3- ( Me thylaminomethyl) phenyl 


3-Methylbutyl 


3 - (Ethylaminomethyl ) phenyl 


3-Methylbutyl 


3- ( ally laminomethyl) phenyl 


3-Methylbutyl 


3 - ( propy laminomethyl ) phenyl 


3-Methylbutyl 


3 - [ ( Cyclopropylmethyl ) aminomethyl] phenyl 


3-Methylbutyl 


3- (buty laminomethyl) phenyl 


3-Methylbutyl 


3 - [ ( 2 -Methylpropyl ) aminomethyl] phenyl 


3-Methylbutyl 


3 - ( Pentylaminomethyl ) phenyl 


3-Methylbutyl 


3 - [ ( 3 -Methylbutyl) aminomethyl] phenyl 


3-Methylbutyl 


3- [ (2 -Methylbutyl) aminomethyl] phenyl 


3-Methylbutyl 


3 - (Hexy laminomethyl ) phenyl 


3-Methylbutyl 


3 - ( Cyclopropylaminomethyl ) phenyl 


3-Methylbutyl 


3- [ ( 1 -Me thy lethyl) aminomethyl] phenyl 


3-Methylbutyl 


3- (Cyclobutylaminomethyl) phenyl 


3-Methylbutyl 


3 - [ ( 1 - Methylpropyl ) aminomethyl ] phenyl 


3-Methylbutyl 


3 - [ (1, 1-Dimethylethyl) aminomethyl] phenyl 


3-Methylbutyl 


3 - ( Cyclopenty laminomethyl ) phenyl 


3-Methylbutyl 


3- [ ( 1 -Methylbutyl) aminomethyl] phenyl 


3-Methylbutyl 


3 - [ ( 1 , 2 -Dimethylpropyl ) aminomethyl] phenyl 


3-Methylbutyl 


3 - [ ( 1 - Ethylpropyl ) aminomethyl] phenyl 


3-Methylbutyl 


3- [ ( 1 , 1 -Dimethylpropyl) aminomethyl] phenyl 


3-Methylbutyl 


3- (Cyclohexy laminomethyl) phenyl 


3-Methylbutyl 


3- ( Piper idylmethyl) phenyl 


3-Methylbutyl 


3- (Morpholin-4-ylmethyl) phenyl 


3-Methylbutyl 


3 - ( Azaperhydroepinylmethyl ) phenyl 


3-Methylbutyl 


3 - ( Azaperhydroocinylmethyl ) phenyl 


3-Methylbutyl 


3- (2-1, 2 , 3 , 4-Tetrahydroisoquinolinylmethyl) 
phenyl 


3-Methylbutyl 


3 - (Methylpropylaminomethyl ) phenyl 


3-Methylbutyl 


3 - ( i- propy le thy laminomethyl) phenyl 


3-Methylbutyl 


3- (Die thylaminomethyl) phenyl 


3-Methylbutyl 


3 - ( Buty let hy laminomethyl ) phenyl 


3-Methylbutyl 


3- [ (Cyclopropylmethyl) - 
propylaminomethyl] phenyl 
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3-Methylbutyl 


3 - (Hexylmethylaminomethyl ) phenyl 


3-Methylbutyl 


3 - (Dibutylaminomethyl ) phenyl 


3-Methylbutyl 


3- [ (l-methylethyl)methylaminomethyl] phenyl 


3-Methylbutyl 


3- [ { 2 -Methylpiperidyl) methyl] phenyl 


3-Methylbutyl 


3- [Ethyl (2-Methylprop-2- 
enyl) aminomethyl] phenyl 


3-Methylbutyl 


3 - [ ( 2 - Ethylpiperidyl ) methyl ] phenyl 


3-Methylbutyl 


3 - ( Cyclohexylethyl aminomethyl ) phenyl 


3 -Methylbutyl 


3- [bis ( 2 -Met hoxye thy 1 ) aminomethyl ] phenyl 


3-Methylbutyl 


3- [(3,3, 5 -Trimethylazaperhydroepinyl) methyl] 
phenyl 


3-Methylbutyl 


3- [ <8-Aza-l, 4-dioxaspiro [4 . 5] dec- 8- 
y 1 ) me thy 1 ] phenyl 


3-Methylbutyl 


3 - (Dipentylaminomethyl ) phenyl 


3-Methylbutyl 


3 - (Dihexylaminomethyl ) phenyl 



69. A compound according to claim 1 which has the 
formula 




where R 2 is 2-Methylpropyl and R 3 is 2- (4 -Chlorophenyl) 
ethenyl . 



70 . A compound according to claim 1 which has the 
formula 
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where R 2 and R 3 are defined in the following table: 



R 2 


R3 


Methyl 


3-Thienyl 


i- Propyl 


3 - Methyl - 2 - thieny 1 


Methyl 


4 -Methylbenzyl 


Methyl 


2-Methylbenzyl 


Methyl 


3 - Fluorobenzyl 



71. A compound according to claim 1 which has the 
formula 




where R 2 and R 3 are defined in the following table: 



R4 


R3 


3- Pyrrol inyl J 


2 , 5-Dif luorophenyl 


3-Pyrrolinyl 


3 - Fluorophenyl 


Pyrrol idinyl 


2, 5-Dif luorophenyl 


Pyrrol idinyl 


3 - Fluorophenyl 


1,2,5, 6-Tetrahydropyridyl 


2 , 5-Dif luorophenyl 


1,2,5, 6-Tetrahydropyridyl 


3 - Fluorophenyl 


Piperidyl 


2 , 5-Dif luorophenyl 


Piperidyl 


3 -Fluorophenyl 


Morpholinyl 


2 , 5-Dif luorophenyl 


Morpholinyl 


3 - Fluorophenyl 


4 -Methylpiperidyl 


2 , 5-Dif luorophenyl 


4 -Methylpiperidyl 


3 - Fluorophenyl 


Azaperhydroepinyl 


2 , 5 -Di fluorophenyl 


AzaperhydroEpinyl 


3 - Fluorophenyl 


1 , 4 -Thiazaperhydroin-4 -yl 


2 , 5-Dif luorophenyl 


1 , 4 -Thiazaperhydroin-4 -yl 


3 - Fluorophenyl 


3 , 3 -dimethylpiperidyl 


2 , 5-Dif luorophenyl 


3 , 3 -dimethylpiperidyl 


3 - Fluorophenyl 


Azaperhydroocinyl 


2, 5-Dif luorophenyl 
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AzaperhydroOcinyl 


3 - Fluorophenyl 


2- (1,2,3, 4 -Tetrahydroisoquinolyl) 


2, 5-Dif luorophenyl 


2 - (1,2,3, 4 -Tetrahydroisoquinolyl > 


3 - Fluorophenyl 


Methylprop- 2 - enylamino 


2 , 5-Dif luorophenyl 


Methy lprop- 2 - enylamino 


3 - Fluorophenyl 


Diethylamino 


2, 5-Dif luorophenyl 


Diethylamino 


3 - Fluorophenyl 


Methy lpropylamino 


2, 5-Dif luorophenyl 


Methy lpropylAmino 


3 - Fluorophenyl 


Butylmethylamino 


2 , 5-Dif luorophenyl 


ButylmethylAmino 


3 - Fluorophenyl 


i - Propylethylamino 


2 , 5-Dif luorophenyl 


i - Propylethylamino 


3 - Fluorophenyl 


Diallylamino 


2 , 5-Dif luorophenyl 


Diallylamino 


3 - Fluorophenyl 


Dipropylamino 


2, 5-Dif luorophenyl 


Dipropylamino 


3 - Fluorophenyl 


ButylethylAmino 


2 , 5 -Di fluorophenyl 


ButylethylAmino 


3 - Fluorophenyl 


( Cyclop ropy lme thy 1 > propylamino 

* -J. • AT JIT U J ■* 


2, 5-Dif luorophenyl 


( Cyclopropylmethyl )• propylamino 


3 - Fluorophenyl 


Hexylmethylamino 


2 , 5-Dif luorophenyl 


HexylmethylAmino 


3 - Fluorophenyl 


Dibutylamino 


2 , 5 -Di fluorophenyl 


Dibutylamino 


3 - Fluorophenyl 


Methylamino 


2 , 5-Dif luorophenyl 


Methylamino 


3 - Fluorophenyl 


Ethylamino 


2 , 5-Dif luorophenyl 


Ethylamino 


3 - Fluorophenyl 


Allylamino 


2, 5-Dif luorophenyl 


Allylamino 


3 - Fluorophenyl 


Propylamino 


2 , 5 -Dif luorophenyl 


Propylamino 


3 - Fluorophenyl 


(Cyclopropylmethyl) amino 


2 , 5-Dif luorophenyl 


(Cyclopropylmethyl) amino 


3 - Fluorophenyl 


Butyl 


2 , 5-Dif luorophenyl 


Butyl 


3 - Fluorophenyl 


( 2 -Methy lpropyl ) amino 


2 , 5 -Dif luorophenyl 


( 2 -Methylpropyl ) amino 


3 - Fluorophenyl 


Pentylamino 


2 , 5-Dif luorophenyl 


Pentylamino 


3 - Fluorophenyl 


(3 -Methylbutyl) amino 


2, 5-Dif luorophenyl 


( 3 -Methylbutyl ) amino 


3 - Fluorophenyl 


( 2 -Methylbutyl ) amino 


2, 5-Dif luorophenyl 


( 2 - Methylbutyl ) amino 


3 - Fluorophenyl 


Hexylamino 


2, 5-Dif luorophenyl 


Hexylamino 


3 - Fluorophenyl 


[2- (Dimethylamino) ethyl] amino 


2, 5-Dif luorophenyl 
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[2- (Dimethylamino) ethyl J amino 


3 - Fluorophenyl 


[3- (Dimethylamino) propyl] amino 


2 , 5-Dif luorophenyl 


[3- (Dimethylamino) propyl] amino 


3 - Fluorophenyl 


(2-Pyrrolidinylethyl) amino 


2, 5-Dif luorophenyl 


(2 -Pyrrol idinyle thy 1) amino 


3 -Fluorophenyl 


[2- (Diethylamino) ethyl] amino 


2 , 5-Dif luorophenyl 


[2- (Diethylamino) ethyl] amino 


3 -Fluorophenyl 


( 2 - Piperidyle thyl ) amino 


2 , 5 - Di f luorophenyl 


( 2 - Piper idylethyl ) amino 


3 - Fluorophenyl 


[2- (l-Methylpyrrolidm-2- 
yl) ethyl] amino 


2 , 5-Dif luorophenyl 


[2- (l-Methylpyrrolidin-2- 
yl) ethyl] amino 


3 - Fluorophenyl 


[2- (Diethylamino) propyl] amino 


2 , 5-Dif luorophenyl 


[2- (Diethylamino) propyl] amino 


3 - Fluorophenyl 


(2 -Morpholin-4 -ylethyl) amino 


2, 5-Dif luorophenyl 


( 2 -Morpholin-4 -ylethyl ) amino 


3 -Fluorophenyl 


(3-Morpholin-4-ylpropyl) amino 


2 , 5-Dif luorophenyl 


( 3 -Morpholin-4 -ylpropyl) amino 


j - r luoropnenyi 


[3- ( 2 -Methylpiperidyl) propyl] ammo 


2 , 5-Dif luorophenyl - ; 


[3- (2 -Methylpiperidyl) propyl] amino 


3 - Fluorophenyl 


[3- ( 2 -Oxopyrrolidinyl) propyl] amino 


2 , 5-Dif luorophenyl 


[3- (2 -Oxopyrrolidinyl) propyl] amino 


3 - Fluorophenyl 



72 . A compound according to claim 1 which has the_ 
formula 




where R 2 and R 3 are defined in the following table: 



R 4 


R3 


Pyrrol idinyl 


2 , 5-Dif luorophenyl 


Pyrrolidinyl 


3 - Fluorophenyl 


1,2,5, 6 -Tetrahydropyridyl 


2, 5-Dif luorophenyl 


1,2,5, 6 -Tetrahydropyridyl 


3 - Fluorophenyl 
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Piperidyl 


2 , 5-Dif luorophenyl 


Morpholinyl 


3 - Fluorophenyl 


4 -Methylpiperidyl 


2 , 5-Dif luorophenyl 


4 -Methylpiperidyl 


3 - Fluorophenyl 


AzaperhydroEpinyl 


3 - Fluorophenyl 


1, 4-Thiazaperhydroin-4-yl 


3 - Fluorophenyl 


3 , 3-dimethylpiperidyl 


2 , 5-Dif luorophenyl 


3 , 3-dimethylpiperidyl 


3 - Fluorophenyl 


Az ape r hydr oo c i ny 1 


2, 5-Dif luorophenyl 


Az ape r hydro cinyl 


3 -Fluorophenyl | 


2- (1,2,3,4- 

Te t r ahy dr o i s oqu i no ly 1 ) 


2 , 5-Dif luorophenyl 


2- (1,2,3,4- 

Te t rahydroi soquinolyl ) 


3 - Fluorophenyl 


Me t hylprop - 2 - eny lamino 


2, 5-Dif luorophenyl 


Me thy lprop - 2 - enylamino 


3 - Fluorophenyl 


Diethylamino 


3 - Fluorophenyl 


Methylpropylamino 


2 , 5 -Di fluorophenyl 


MethylpropylAmino 


3 - Fluorophenyl 


Butylmethylamino 


2, 5-Dif luorophenyl 


ButylmethylAmino 


3 - Fluorophenyl 


i - Propylethylamino 


2, 5-Dif luorophenyl 


i - Propylethylamino 


3 -Fluorophenyl 


Diallylamino 


2, 5-Dif luorophenyl 


Diallylamino 


3 - Fluorophenyl 


Dipropylamino 


2, 5-Dif luorophenyl 


Dipropylamino 


3 - Fluorophenyl 


ButylethylAmino 


2 , 5-Dif luorophenyl 


ButylethylAmino 


3 - Fluorophenyl 


(Cyclopropylmethyl) propylamino 


2 , 5-Dif luorophenyl 


( Cyclopropylmethyl ) propylamino 


3 - Fluorophenyl 


Hexylmethyl Amino 


2 , 5-Dif luorophenyl 


HexylmethylAmino 


3 - Fluorophenyl 


Dibutylamino 


2 , 5-Dif luorophenyl 


Dibutylamino 


3 - Fluorophenyl 


Me thy lamino 


3 - Fluorophenyl 


Ethyl amino 


3 - Fluorophenyl 


Ally lamino 


2, 5-Dif luorophenyl 


Ally lamino 


3 - Fluorophenyl 


Propylamino 


2, 5-Dif luorophenyl 


Propylamino 


3 - Fluorophenyl 


(Cyclopropylmethyl) amino 


2 , 5 - D i f luorophenyl 


( Cyclopropylmethyl ) amino 


3 - Fluorophenyl 


Butyl 


2 , 5-Dif luorophenyl 


Butyl 


3 - Fluorophenyl 


( 2 -Methylpropyl ) amino 


2, 5-Dif luorophenyl 


( 2 -Methylpropyl ) amino 


3 - Fluorophenyl | 


Pentylamino 


2, 5-Dif luorophenyl 


Pentylamino 


3 - Fluorophenyl 
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( 3 -Methylbutyl ) amino 


2, 5-Dif luorophenyl 


( 3 -Methylbutyl ) amino 


3 - Fluorophenyl 


(2 -Methylbutyl) amino 


3 - Fluorophenyl 


Hexylamino 


2 , 5-Dif luorophenyl 


Hexylamino 


3 - Fluorophenyl 


( 2 - Pyrrolidinylethy 1 ) amino 


3 - Fluorophenyl 


[2- (Diethylamino) ethyl] amino 


2 , 5-Dif luorophenyl 


[2- (Diethylamino) ethyl] amino 


3 -Fluorophenyl 


(2-Piperidylethyl) amino 


2 , 5 - Di f luorophenyl 


( 2 - Piper idylethyl ) amino 


3 - Fluorophenyl 


[2- (l-Methylpyrrolidin-2- 
yl) ethyl] amino 


3 - Fluorophenyl 


[2- (Diethylamino) propyl] amino 


2 , 5-Dif luorophenyl 


[2- (Diethylamino) propyl] amino 


3 - Fluorophenyl 


(2-Morpholin-4 -ylethyl) amino 


2 , 5-Dif luorophenyl 


( 2 -Morpholin-4 -ylethyl) amino 


3 - Fluorophenyl 


(3 -Morpholin-4 -ylpropyl) amino 


2, 5-Dif luorophenyl 


(3 -Morpholin-4 -ylpropyl) amino 


3 - Fluorophenyl 


[3- <2- 

Methylpiperidyl) propyl] amino 


2, 5-Dif luorophenyl 


[3-<2- 

Methylpiperidyl) propyl] amino 


3 - Fluorophenyl 


[3-<2- 

Oxopyrrolidinyl) propyl] amino 


2, 5-Dif luorophenyl 


[3- (2- 

Oxopyrrolidinyl) propyl] amino 


3 - Fluorophenyl 



73 . A compound according to claim 1 which has the 
formula 




\ 

where R 2 and R 3 are defined in the following table: 



R 2 




3 -Methylbutyl 


3 -Chlorophenyl 


3 -Methylbutyl 


3 -Trif luoromethylphenyl 


Butyl 


3 -Bromophenyl 


2-Methylpropyl 


3 -Bromophenyl 


3 -Methylbutyl 


3 -Bromophenyl 
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74 . A compound according to claim 1 which has the 
formula 




where R 2 and R 3 are defined in the following table: 



R2 




Butyl 


2 , 5 - Dimethoxyphenyl 


2-Methylpropyl 


2 , 5 -Dimethoxyphenyl 


3 -Methylbutyl 


2 , 5 -Dimethoxyphenyl 


Butyl 


3 - Chloro-4 -methoxyphenyl 


2-Methylpropyl 


3 - Chloro-4 -methoxyphenyl 


3 -Methylbutyl 


3 -Chloro-4 -methoxyphenyl 


Butyl 


5 - Chloro- 2 -methoxyphenyl 


2-Methylpropyl 


5 -Chi oro- 2 -methoxyphenyl 


3 -Methylbutyl 


5 - Chi 0 r 0 - 2 - me t hoxypheny 1 


2-Methylpropyl 


4 -Chloro- 2 -methoxyphenyl 


Butyl 


3 -Trif luoromethylphenyl 


2-Methylpropyl 


3 -Trif luoromethylphenyl 


3 -Methylbutyl 


3 -Trif luoromethylphenyl 


Butyl 


2 -Trif luoromethylphenyl 


3 -Methylbutyl 


2 -Trif luoromethylphenyl 


Butyl 


3 , 4 -Dichlorophenyl 


2 -Methylpropyl 


3 , 4 -Dichlorophenyl 


3 -Methylbutyl 


3 , 4 -Dichlorophenyl 


Butyl 


2, 5 -Dichlorophenyl 


2-Methylpropyl 


2, 5 -Dichlorophenyl 


Pentyl 


2, 5 -Dichlorophenyl 


3 -Methylbutyl 


2 , 5 -Dichlorophenyl 


Butyl 


2 , 4 -Dichlorophenyl 


2-Methylpropyl 


2 , 4 -Dichlorophenyl 


3 -Methylbutyl 


2 , 4 -Dichlorophenyl 


Butyl 


3 -Bromophenyl 


2-Methylpropyl 


3 -Bromophenyl 


Pentyl 


3 - Bromophenyl 


3 -Methylbutyl 


3 - Bromophenyl 


2-Methylpropyl 


4 - Bromophenyl 
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Butyl 


2 - Bromopheny 1 


2 -Methylpropyl 


2 - Bromopheny 1 


3-Methylbutyl 


2 - Bromopheny 1 


2 -Methylpropyl 


3 - Phenoxypheny 1 


2 -Methylpropyl 


4 - Phenoxypheny 1 


2 -Methylpropyl 


3 -Bromo-4 -methylphenyl 


Pentyl 


3 -Bromo-4 -methylphenyl 


3 -Methylbutyl 


3 -Bromo-4 -methylphenyl 


Butyl 


3 -Bromo-4 -methylphenyl 


2 -Methylpropyl 


3 -Bromo-4 -methylphenyl 


Pentyl 


3 -Bromo-4 -methylphenyl 


3 -Methylbutyl 


3 -Bromo-4 -methylphenyl 


Butyl 


3 - Iodophenyl 


2 -MethvlDrocvl 


3 - Iodophenyl 


Pentyl 


3 - Iodophenyl 


3 -Methvlbutvl 


3 - Iodophenyl 


2 -Methylpropyl 


4 - Iodophenyl 


2 -Methvlt^roovl 


2,3,5, 6 -Tetraf luorophenyl 


2 -MethvlisroDvl 


2,4, 6 - Tr if luorophenyl 


Butyl 


2,3,6- Tr i f luorophenyl 


2 - MethvloroDvl 


2, 3, 6- Tr if luorophenyl 


Pentyl 


2,3, 6 -Trif luorophenyl 


3 -Methylbutyl 


2,3, 6 -Trif luorophenyl 


Butyl 


3 -Chloro-6-f luorophenyl 


Pentyl 


3 -Chloro-6-f luorophenyl 4 


3-Methylbutyl 


3 -Chloro- 6 - f luorophenyl 


Butyl 


2-Fluoro-6-trif luoromethylphenyl 



75. A compound according to claim 1 which has the 
formula 




where R 2 is 2 -methylpropyl and R 3 is 5-methyl-2-thienyl . 
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76. A compound according to claim 1 which has the 
formula 




where R 2 and R 3 are defined in the following table: 



R 2 


R 3 


2 -Methylpropyl 


2 , 4 -Dif luorophenyl 


2 -Methylpropyl 


2H-Benzo [d] 1, 3-dioxolane 


2 -Methylpropyl 


3-Chloro-4 -methylphenyl 



77 . A compound according to claim 1 which has the 
formula 




where R 2 is 2 -methylpropyl and R 3 is 5-Methyl-2-thienyl . 

78. A compound according to claim 1 which has the 
formula 
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F 



where R 2 and R 3 are defined in the following table: 



Compound No. 


R 2 


R 3 


2383 


2 -Methylpropyl 


3 - Chloro-4 -methylphenyl 


2384 


2 -Methylpropyl 


2 , 4 -Dif luorophenyl 


2385 


2 -Methylpropyl 


2H-Benzo [d] 1 , 3 -dioxolane 



79. A compound according to claim 1 which is 
(3 -fluoro- 4 -methylphenyl) -N- ({l- [ (2- 
methylphenyl) methyl] benzimidazol-2-yl}methyl) -N- 
pentylcarboxamide ; or 

(5-Chloro-2-methoxyphenyl) -N- ({3- [ (2- 

chloropheny 1 ) methyl] imidazolo [5 , 4-b] pyridin-2-yl } methyl - 
N-pentylcarboxamide - 

80. A pharmaceutical composition comprising a 
compound according to claim 1, together with at least one 
pharmaceutically acceptable carrier or excipient. 

81. A method for the treatment or prevention of 
physiological disorders associated with modulation of the 
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GABAa receptor complex by selective interaction with the 
benzodiazepine receptor, the method comprises 
administration to a patient in need thereof a GABAa 
receptor complex agonist, antagonist or inverse agonist 
of a compound according to claim 1 . 



82. A method according to claim 81 for the 
treatment of enhancing alertness and treating anxiety, 
overdoses of benzodiazepine- type drugs, Down Syndrome, 
depression, sleep, seizure and cognitive disorders both 
in human and non-human animals and domestic pets, 
especially dogs and cats and farm animals such as sheep, 
swine and cattle. 

83. The use of a compound as claimed in claim 1 for 
the manufacture of a medicament for the treatment of 
enhancing alertness and treating anxiety, overdoses of 
benzodiazepine -type drugs, Down Syndrome, depression, 
sleep, seizure and cognitive disorders both in human and 
non-human animals and domestic pets, especially dogs and 
cats and farm animals such as sheep, swine and cattle. 

84. A process for the preparation of a compound as 
claimed in claim 1. 
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